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(54) PPAR-GAMMA MODUi-ATOR 
(57)Abstract 

PROBLEIVI TO BE SOLVED: To provide an excellent 
prophylactic and therapeutic agent for osteoporosis and the 
like. 

SOLUTION: A compound represented by the following general 
formula (I) (A=phenyl or the like, B=aryl or the like, X=0 or 
the like, n=0, 1) and a prophylactic and therapeutic agent for 
osteoporosis containing the same. 
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[a^tjj^ Ati, 7x:^;^S, i-yi-)l-m. 7-fet7T- 
t'yY'Jil'&. f'jr^-'-yH, t'^v-'-yL-S. 

df-^fyj/ws, y:t^-tvy;p». ^>'y':t^-tyij 
;pa. '^yy^yji-^-^-yuypa. ^TYVii^. ^y 
f^ryj/i^, ^yy-?-ryu/i'«. -^yy^y-fry 

^>Stf ixS Hi:f!jM 2 fflJiUiO|p|-X{iS=5r-? yt:S^« 

v^) S:SL. X(i, BS*Mi^, KHJIi^, CH 

2^. CO*, NH*. SO2NHS, NHSOjS. C 
ONHa, NHCOaXJiOCHjaSr^L, ntiOX 

ya, X^/P'-K^i^a. ;<7;w*:^xCj-C7 7;i/^;wa, 

C2-C7T/pdf;l'5r^v;&/pjK-;Pa, Ca-CisT/P 

df/u^r^ v-;!7;w,-n:i;L'r;u^;ua. 7 5 ya ( iiS7 5 

yati, ML<«±2<iiO|Hl-X{i^^l.C,-C6 7 
/P^/pa, ^t<tis lfflOC3-C67;Pir-/l.Sl;J; 

osjftsn-cv^Tt^i-^) , (i^iraii, i 

fflcoc 1 - c 6 7-'i/^;uaxJi c 1 - c 6''N o7;u^;i'at 
iOSJa^n-CV^Tt^V^) , ^;W;^7'ha 
^^;i/;&7-ba«, WC,-C6 7;P^;l/atJ:01 

[aJftaSf/9] Anyyil^-, x;l.;^y7SKa, c, 
-C6 7;P^;u;'./p*y7S Ha. 7Si''y7$yx;i/ 
*-;pa&t/7i-;pa] T^^tis^b^xti-e^om 



m-mi 3 fi5^«i x»i2c7)-ft^!|5)X{i-eoiia±s 
[fii^s 3 1 x\i2m.'^xm<7mm 

irnm 1 0 3 mm. i x«± 2<o^t^x{i-e«3^ 

mmi 1 3 mmix\i2<^i\L^xit^<n-mk. 
^^mmmmMi.. mm. h\^m. mmm.. mm 

[if*Jll 23 PPARrti^'iW-:?^**^^. -i- 

33 PPARr^v-'iU-^'Sr^^rt.l., # 

[11^^143 PPARr^i^Ak-^'Sr^^rtS. * 

[ffl^^l 5 3 PPARrtj^*Ak-:?$'^#tl.. « 
Attf-ffi^ffi, Kmi*fflej£X(iMffltt*ffl«ffi<0^^ 
HfJXti^M. 

63 PPARrti^'aU-^^Sr-^^rtS, llll 

[iS*3Hl 73 PPARrtj^'*P-:?S:-S?i&tl.. «l 
S^i^?6)SS'JXtii^ll6fJ. 

[11^18 3 PPARrtxaU-:?^ir*tl.. I 

mx\imm^m.<r>yMx\i=fm\, 

[fS^^l 93 PPARrt>''AU-:^&^«^l.. -i- 

iff, MM^^, ^'/p^s, ^^tt-twrnf., iejs. I. 

7/w>yA^ ffi^K^, i§jiaffix«wi8«<7), i&si 
mx\i=fm\. 

mm2 0 1 HflUgJSc^^&aSPJXfii^ReffJSrSljttS 

fz^(r). m:m\x\t2m.^x\t^<mmm^% 
[18^2 1 3 ^!^mmmx\t=mmwmh 

tc^<0. PPARrti^'Al— :?<Ofigffl. 
[11^52 2 3 PPARr<0^S^7y^':rf-Xh. 
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[it*^23] PPARrti/'iP-:^'*^, PPARr 
[000 1] 

[00 0 2] J: WJti, PPARr^^'' 

s:-t*-ri>, ^Att-tfii^ffi, mmmmm. mm 

Wife, aa^fegg^m, «fti«s^, 

Si^^s-^fifffi, ^mmsm. v^y^ Hwas 

[0003] 

-fbS^f^: (peroxisome proliferatoractivated recepto 
r : PPAR) li1Sl*|H:r^'-7r 5 

[0 0 04] -#t:jtrtu-tr^-l¥Wi, r:J'-x 
ry^^-xhX'Syhyu^i'y x^^f^fi^i^y 3:y 

«mc|Simc#«S-ti-Si:> 7^~7sh\,zXi>m-^^ 
iY.im\thti\ ^<r>m\nW§.i)^Ty?d::LXht.zi!c 

KX'h^\^zbti^^mx'hh . tfc. -mizmmr 

[00 0 5] c:n<ogp^wr:r-xh, ^%mry'9-:i 
r^i-xY^Tys^-T^vif^-f^W^^ 

>mi^\%^-f^fk'mi'X'mfh^m\^. 

[ 0 0 0 6 ] t c: hx. ffl^of-T/U vy'Mywm 

^ >^»1tMSi^(NlDDM : non-lnsul in- 
dependent diabetes melitusXO^rr^Hlll^t'ill^^T 



NiDDMj&geigtLT»i#$itTv%&. c:ii^.f-ry'j>-' 

yVi^yWmmttfZ, PPARr t v-'aW-^- 1 LTf^ffl 

LPPARr Sri^MWtcvStt^bfl.^ t*>\ ftj£<0?gf^t'Bfl 
i:^r->!t (Lehnann^). Journal of Biological Che 
mistry. ^270^, 1^12953-129561:, 1995^) <, CltOj; 
d ^^TV 'J j^'jf y^*<OPPAR r »Stt^b«g t itfe 

af^fflcOgW^i^T-J)^3i;#-i^>ilTV^|, (Willson 
Journal of Medicinal Chemistry, 1139^, 11665-6 
68M, 1996^) . 

[0007] C:itf>cOtt£*»^>, PPARrcOtxj.U-:}' 

f ^^tc*^T* S i: # t ^>nTl ^ I. , 
[0 008] X, -^Mfi^^fctjDi&tciOa^^L, 

htLtt^z'^wm.mm^fx.h. mm.\t^<r>wm 

[^'tx'mmm'sm.h iLx\^h , 

nk\z< t:,f<^xmm<m^im^^-^i^m^^fix^^ 

S. (Burkuhardt Bone 8: 157-164(1987) , Meuni 
er ^5, Clin. Ortyop. Rel. Res 80:147-154 (197 

1). ) tfz. minz^h^m^^%tz\.tzm^zii\^ 

X\MWj:W!am^^i\.X\^h (Mlnaire/?,, Calcifi 
ed Tissue International 36: 338-340 (1984), Calcif 
ied Tissue International 17: 57-73 (1974)) , 

[ 0 0 1 0 ] -^r, ppARrti, mmmmwm<m- 

'f•6H?•■C^)•l)i:$i^TV^|)(Tonto^oz^), Genes and D 
evelopment, ||8^, 1^1224-12341!, 1994^, Tontonoz 
<5, Cell, B79^, II1147-1156H, 1994^), 

[0011] «e->T, '^kmm<nmmmcm<i~ => 
^ppARr^vii^-^'fi, wm'^mmzm-hm^ 

[00 12] 

mhm\'mffi^<rim.'m(r>^m:h'>x. im\z 

ii\^tmzM.lii^tiX\>^^j:^\ 

[0013] :^mM^ii, PPARrOt i^'aW-^-^i, 

mmmmmnMimWs mmi>^(>^itti>'^ 
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coo 14] 
[00 15] 

l^b2] 




[0 0 16] [^cfs AJi. 7x-;l'a. ■f7f•/^«. 
t^-Zl^Ss :J'o;<:::./l^a, -^xci/l/a, A^yy-^x::! 

'fs^ru^ws, tr5^/U;i^S, tr';^^v=:i;PS. 

y^yf-ryj/uaxtifyx:^;!^^ (SKAji, m 
ssi«p a *»f>s«f as mnm. 2 maim-xim 

Sr^U, Xfi, ig^Mi^, raHl^, CH 

COS. NHS. SO2NHS, NHSO2S, C 
ONHS. NHCOSXtiOCHzSSrS^L. nJiOX 
ti 1 iTFTt. 

[Mmmma] Ci-CzoT/p^/i-s, ~hvm. v-r 
ya, ;*;i^--Jf^j^a. x?^^'■K^i^C2-C7r;^df;^S, 

yS(S, lil^L<{i211i^|3]-X«iP:5:I.C,-C6T 
;p^;l/S. «t<«i. HioC3-C6 7/i'^-;l'»cJ: 

*-;l^aSt^yx-;i^S] t'«$fc|.^L^X«i-?-0|g 
gLhSfW^tl-Sifis ( 2 ) ±i£ (1 ) tCfcl^T, A3!)<f- 



ry U ;PSt'S)S^l:^tiX{i:-?-co^±^« 
(3 ) ±ie (1 ) X«i ( 2 ) cr,it-^^Xii^(D^m±.¥f 

le ( 1 ) x{i ( 2 ) coit^xii^(7)m±.m^tLh 

ig^^*-rs . ^m&mmcoimxiimmm. ( 5 ) ± 

IB ( 1 ) X{i ( 2 ) c7)^t-^x«i-e<^mhS§S*i.l. 

igs-^*t* , mmm<r)mmxii^m. ( 6 > ± 
le ( 1) xfi ( 2 ) <7){t^x«i-etfoiga±ff«$*i.i. 
^ittti. ^xmmm. mmmmmxm 
miimmm(^immimm. ( 7 ) ±is (i ) x 
{i ( 2 ) <^^b^x{i-e£^gga±i^§§*i2.ig^i?*-t 

I,, PPARrti^'iU-:?', (8) ±iS (1 ) XJi (2) 

o-(k^x{i-eoiiia±i^^§iisiss:-^*-fi., m 
ffiTffl, ( 9 ) ±is ( 1) X{i ( 2 ) <o^l:^!|*ix«i-?-o 

mm. (1 0 ) ±ia ( 1 ) x(4 ( 2 ) coit^v^xa^cr, 
m±m^timi:^tti. mmmm. i mm 
m. mmm^. mmmmmxmmm-^m. 
<r>i^mx{ii^m. ( 1 1 ) ±is ( 1 ) xti ( 2 ) CO 
it-^xii^mm±.m^ti^m^^t^. -tsf, 

;^•yA^-7-. ■m^&Kxmwm<r>. mm 
xii^mm. ( 1 2 ) p p A R r ^ i^'j^. u- ^^^r-t 

I.. "iiScofliMTOra. (13) PPARr^j^'al^ 

-i'Sr-irw-ti.. ^mmmmximmm. ( 1 

4) PPARrtvai^-^Sr-^W-ri.. -^nmrncrirh 

mmxii^mm. ( 1 5) ppARrti^'aw-^'^* 
^A^-mmm. mm-mmxam^i^ 
mm(r)mmmxii'fmL (i6)ppARr*va 
\^-i'^^^-fi. mmi&Tm. ( 1 7) ppart^ 
i^j.u-i'i'Sr^th. mmcommxamm. 
( 18) ppARrti^'jLU-:j'i£:^qfr'ts, immi^ 
m. I isii]??^. mmm. mmmmmxa 
mm-^mcoi^mxii'fmL ( 1 9 ) ppart 

^m^mmm.. mm. sv^a. uwm. m's.m 

y>f Ymm^^m^m. mmmm. nM.. m. ^ 

w. i^jiiiEX{iwiii^<7), mm\x\i^mm. (20 
'wwm.(r)^m\x\i'fm\mmhtz^<r>. m 
( 1) xji ( 2 ) <r)^-^x\i^<nms±fim^ixhm 
mm. (21) ^m.(nm.mx\i^mmim.-t 

Sfci^cT). PPARr^XAl^-rJ'Ofigffl, (22) P 
PARr<0SI5'«'ry:J':/"-;^h. (23)PPARr^ 

'Ja.v-i'ifi. ppARr<n^^Ty9^-xvx'h 

5 , ±15 ( 1 2 ) JVM ( 1 9 ) fcieSJO. jSjt^iJXJil^ 
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•fltzM. PP ARr(r)3■ii)■7y^d=.x\^ff)mf^X' 
hh. ^^mi,zi5\^X. rci-Cjoryi-^yi-Sj t 
li, mm. ^f-yp. x^yi/. rpt;t', AVTuM 
;k T'^/P, ^yy^;P, s-y^;p, t-7"f-;K 
y^-yf-zi-, 2->^;i'y-f;K ^t-:t'^yf- 

^/i-yf-zk 1. 1 f-;^y^;k l, 2-i^'><^ 
;i':/f-/u, 1, 3-j^*^f-;prf-;u. 2, 3-i^'>f-;i' 
•/f-zl-. 2-xf-;U7'f-;wa, ^Tf'/l-, y 

1 7^^20ji(7)E«X(i^^S«r /P^yUSt'J) I. . 

*^Bjtcfc ox . if atcjic , - c 6 T/i'=af-/t.sTS) 0 . 

[00 181*l6BB(ct}V^T, OND^'yiS^-j tti, 

[0019] *^B3{CfcV^T. r C3 -CgT/l/^r-;!, 
«j i:<i. mm. l-ra^-il^. 2-rD'<-;k 
1 -;<f-;l'- 2 1 1 -rvK 

2-y<i-)\^-i-ra^=.)i, 2-y^;i/-2- 

ro'^i-;!^, 2-x^;P-2-rD'<.r.;W, i-yf- 
;k 2-7"r-/k 1 -j><^;W-2-yT=.;k 1 
'f-)V-i-yT-/i'. 3-y^;u-2-7'f--;i^. 1- 
xf-;U-2-yT--'k S-^ir-yk l-;<f-;l/-3 
-yr-/i^, 2-yf-;i'-3-yr-;l'. 1-x.^iv- 
3-zrT=-)V. l-'^y-fx/k 2-'^>'tx;U, 1- 
y^;u-2-'<y'r-yt^, 2-yf-;L'-2-'^yr- 

s-'^.yr-^i'x 1 -^-f/i— 3-'<>yr-yu, 2 
-yf-;P-3-'<yr-;k 4-^yT-/w, i-><f- 
;l/-4 -A^yf.-/^^ 2-y^;i'-4-'^y-f-yu, 1 

-'\^-t.—>V^ 2-^^^—)V. 3-^^-^—]V^ 4- 

[00 2 0]*i%BHfcfcV^T, r7$ys(^^rs/ 
im{i21coPI-X(i^^-5;^^C,-C6r/Pdf 
L < ti 1 fflOCa - Ce T/l-ir - J: 0 S^S 

^iTv^Ttsv^) J tti, iiiSioTS ysx(i, mt 

yf-;uTsy, xf-zi^rsy, ro^^;^rsy, 
yf-;k75y, yf-^i^rsy, '<yf•;^TSy&t/f'^^ 



oamsttJtrsys, piRjf, i^'^^/i-rsy, >-'x 
f-;wr5y. i^'rat;u75y, N-xf-zM-^-zi^rs 

y. N-^-f-;l^rut;PrSy&lXN-;<f-;l^4fi/;l' 
raycOJ:?^, l§|-X{iM^:-:>;t2fflc7)C,-C6 7;P 
^;Pa{ciOfflS$^i;tTSyaSL<{i. fi»Ji.tf, 7 
i;/i^75y. yT-/i'75y. '^yT-;P7Syai;f's 

dr-fe:i;P7Sy(7)J;a^. Hi(50C3-C6 7;l'^^-;l/S 

Lzi^wm^tifzT^ymx-hh, ifRmzii\^x. n 
mzn. msMconymxiii i <ic^c, -C67;i/^;i' 

mmconym. ;<^/P75y«xJix^;i/75y«t:' 

[0021] *l|HBtfcV%T. '";J<:g|^ ( ^^;^<^ 

ti, ijic7)c, -C6 7yp^/uax{ic, -C6>'np7/i^^ 
Ka, f?!i;t{±\ yh^i^. xhdfi^. ro^-^i-. yh 
mfi 1 6 ffl<^ttg[x{it»-««c 1 - Cs 7;i-3 V 

X<i. MJy/UJfny h^x«<:0J:3^, 

8iSm 1 J!»S6fflcoiS«X{i^«^SSCi -Cg 7;l/a=^i/ 

«tcMeADyyjii^*5 1 fflxti 2^iJ^LhlmL^c«•c- 
^>l>. *iiBBttJv^T. nmizii. mm^yiiwm. y 

[0022] 2|S^BHf:i3V^T. r;</P;5,7>g 

yi'j^rhSti. lffl<oc,-C6 7;P^;i^Stc;J:0fi^S 
i^Tv^Tt^v^) j fctt. iiiKioy;w*r hSXJi. 

Wx«f, yf'/i^^jT. x^/wf-jj-, rotvpf-TT, yf- 

1 :J!;M 6 <l(0iIMX{i4^«^M C , - Ce 7;i'^;l^^jf 

yf-;Uf-:tSX{i:xf-;i.f-7j-2St'J)l.. 
[0023] ^^BJtCfcV^T. r x^' 07/^^/1/2 J t 

^l-^^yP, 7rvyf-y^^0J:3^iffiSL•CV>T^>J:v^3;^ 

s 1 0 mmwiitstit>iimmimfi z t , m 

izii 5 TVS 1 0 ag&fPHtt^-fbKJgST'S) t . 
[0024] *l5&H3{CfcV>-C. rry-yi^^j ^ 

{i. ^tJf. 7i-/^, >f y-f-zk -fyf-yk yx-^ 

[ 0 0 2 5 ] i^a, ±ie r7'J-;WSj (i. mmTM 
1 OflicO>-^'n7;U=¥;«t^LTV^-Ct J:<, 
{f, 2-^ yy-i\^coXo^j:&imfhztiiiX'^i>, 
[0026] *f|HB{=t5V^t, r^g^sj ^ 
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p'J;K r-fe't:-;K t5V'J;l', -fS^^VJ/k 

eUSv::^;U, t:7i^-/K73j: ^^r5?=#]^ 

;k 7-fe'tr:^;k b*7VU;i^, ^S^J^VU/k ^f^-tV 
y;k 'fy^-9-V'J;k f-TVU/k >f yf-TVJ/k 

1, 2, 3-:^^-9-j^'ryij;i', ^y7yJ/^. f-h5 

;l/*y-/k f-3ft;W*U->l^, tnUv'ri/k t^n'J 

;f^-fyy/k y^-^yj/Ps i-ryufi'Rx/ztifs 

[ 0 0 2 7 ] ±fe r^gsaaj (i. mmmtm 

yjr^-i?-yt»/k '<.yy-^y:^=»t-9-y'j>k ^y^i-r 
yy/u. ^yy^f yf-ryy/k ^'o^-zi/, ^-ovy 

-;k y-^yh'y;k -fyny/k >/yy;i^, r 
yr:;i/, dfyyi;r:.;k 'fy^yy/k ^yy/u, 

■t7^yi^-;k ^ydf-ty-zi-, ^i-^v 

tiVJ'^V'JiV. ;<?;k-Ky-;U, T^^yi^-zP. 
y ^ y K y ::i/KO J: 3 ^SSr^ff !> >! t *<T'# 1. . 
[00 28]2|s%B^(ctJV^T. r;j;k-K^i^C2-C7T 

[0029] :mmzii\,\X , r C3 -C,57/W''E-;l'* 
ii-yf}lV^^~lVr)i'^lVms t\i. file '■;>;l.,KafxC 
2 - C 7 T;U^/l^ J m)VT\'^^ t T;l/^;l/ffi*<SM 

[00 30] *^BSt:fcv^T, ntn<r>m^. B-X- 

A-t'^§^X|.S«S, B-A-S, B-O-A-S, B 
-S-A-a. B-NH-A-. B-SO2NH-A- 
B-NHSOj-A-S. B-CONH-A-a, 
B-NHCO-A-SXWB-OCHj-A-S^rS^ 

•r. 

[003 1] ^IBBSCfev^T. niS^\(n^, B-X- 



[ 0 0 3 2 ] ( I ) x-m^tihit-^mza 

V^T. 2-:?'Dn-5--hn7x-;L';!f;k-Kr:;wr5 

yati, AT«$nss<7)v^-m«os^ffist=s}^u-c 

[0033] $<ot, n*n«OJ«^, B-X-t'a$a 
sat 2 - ^ PD- 5 -- h D7 i-;l^;!!?;l';Jf-y|^7 S 

/N-^fiTJ)'). AA^eyi-vpac^Ji^ti. as-x 

-*i2{at'2-:;'nD-5--hn7i 

T S y aji* 5{aX(4a B - X-*« 3 ffiT 2 - ^' on - 5 

h n 7 X rl/^;^^;^7^^-/^r s y a*^' e {ix-S) s , 

[0034] *l6Bflc7)^|i^ ( I ) ti, SatC«!oTJg 

I.. 

[0 03 5] -e«J;d^^t LT«i. mUi. -tV')^ 

A^. pj^y^Ati, y^'>A:gioj:3^r>i-;<?y^]S 

ig. ;>5f;Uj^'>i.*S. v^':*.i^'>AJg«OJ:3'5:T;U;i&y± 

IB, ^r/i-^yyjfi. ^;pn-tsy^, 7x-;i^^yv> 

jr;W;!rSyffi, ^'T-i^'ytg, i^'x^-zi^rs vffi, by 

xf-;P7iyiB, i/'i^;?n's^>-yPTSyiB. N, N' 
-i/XyxVi^xf-kyvTSyJB, 9uurui]^y 
ig, ruii'\yu. i/x^-y-zPT^yig, N-'^vi^* 
;u-N-7x*f-;P7S>'«, tr'<7v>fi, rh?^ 
f-;i/ry^:-'!7AiS, hy;?. (t Ho^fvyf-yu) 75 
y > yJSO i ^ tc^mmffiT 5 : »<bK5gi? 

'^<r>imWM ; y ^' y;^;u* ygiS, b y 7;i'7j-Dy 
y;x.;i'*yKig. x^' yx/i-^j^yKiSo^J: ? ^ffi^r/i^ 
iiyx)Vt-yf^. ^y^r>x;^*yKa, p-h;i/xy 
x;P*yi?JS«0J:3^Ty-;Ux;u*yi!iB, S^i?, •) 

^r^g, 7v-;^Ktg, ^^n^'Kjs, ^'xyiag, a:^ 
mi. mmi vw-f yiaa^<oi&«8i?Js ; m/. it)v 

[ 0 0 3 6 ] X, if.%m<r>it-^ ( I ) (i, 

i~ots:wmm^%mh^\z\t. ^Lfiti-kxr^m 

[0037] StC. *^BJ<0^^!t?J ( I ) {i. fl!!<Oj)S 
[0038] Stw, fe(*rttwJ3V^TftlH$ilT3jsf|BSO 
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[0039] [00403 

im<^^mm ^mc'y-m ( i ) x-m^iii lits ] 

CI 

(B-X)rf-ArNH2 + 
<in NOa 



XOOH 



(I) 



[004 1] (ilEit*, A. B, XaU'n{±. Ig^L 
AXg 

Aumii. frfE-JK^ ( I ) X'mti?>it-^im^ 
txnx'h'o. frieHR^ (i i ) •c^s^ii.rsy'fb 

'^^r>'MttlZbl,zJ:r>X'm$ti&. 
[0042] *ISc7)SI4-CS>-?.-^ (II) t-a§ 

ixs>^t'^^i. timtix\^'^hhcr>imthi)\ x 
?>ifmiz t/s*io T«jtt s ^ b m-^ h . 

[0043] ^S^^^t^Cfct-^T-^t^JE 

mmm^yTm^z^htih. 

[0044] m^iXhm\b LX\i. *Rmt^S2r 

^i.tc\nam\,zm%m< . (?y;c{f^vsttii^j, ira 

[0045] aCJi. ita^ffJ-CMStl- v: t CJ: Olt^b 

[0 04 6]ffiffl$tl*«^S1tLr{i, N. N-i/ 
v^'D'\dfi/;l^;<?/l.,-}<i/V S h\ 1- ( 3 ->-';>< f-zur 
= yrotyl-) - 3 -3i^)Vt)V^^i^^ 5 F ■ ®iJJS<0 

)V7fs~)vv^ 5/V-;i/, iDV-Afs'J^ 5 vmx'hh, * 
N-^f•;^^;^;^Uy^O3Bl75y^0flq£T•e1T 
[004 7] iJts ^KHEJis *aElcl£fflt4*;i''i< 



7^)i-mn9x:iiV^mcr)V^)V:iiXf)Vmb . V ij 

x^;i^75y. n-yt.^)V^iVTt^^)ym<r>^W^y<r> 

Jt{i-e<7)SS: N - 1 H J/ 
;^^'>'y>f5H, N-bHa=^i/<yXMJ7y'-/k 

p--hn7xy-;t-^i:, N, n-i^i^9u^^i^)V 
•fr. ffl^ii-5«ttxxT;WS:»«§-ii:^at, c:a^>5: 

r^ybm-^^^hzb^zk^mfSL^fih. 
[0048] mi,m%. m\<r>^-rxism^z^hti 

[0049] m^fihmmb LXM. *RfGtl^Sr 

^mmimh:ibifix'%i,, 
[0050] gtc^fc, *Rie{i*fjsts;*/i'^y^' o 

U K^:i:'W7y;UA7>r FSr, N, N - i^^ ^;l/7-fe h 

7SH4'T'±ie75y (II) bW.m^hZ.bt^zXr, 
X{i%hfl. %&{cJ:-?-C{it F>jxf-;P7S 

[0051 ] ^iii^, ^J<0#4TT»)Stwfifi5ix 
I.. 

[0052] m%ixhm\t Lx\t. ^^m^z^m 
Wj:\mm\,zwmitc<. mtm^^mmi ffss 

Th7tHo77ys VCO J: ^ ^x-f /HIS, 

^y-^y. V}Vaiy<r)iio*j:^mm.^%mi:mh 

[00533 asjasti-2 o-c:>^Mi 0 ox:xift) 

»3i{=Ji-5'CBM5 0x;'Cff*)*is. 
[0054] w.mumm^. mm., rnm^^b 

Cio-c^^rl.*^ ii«3 0^S:fbM24lSfSTj)0, 
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m) 



[0055J 
Hb4] 



B-COOH + H2N-A-NO2 
B2JM 



B1X@ 



[00561 (±IE**. AmBii. mitzh(7it 

Bffiji, Axm<^mfn'hhit-^ (in tctjoT, 

X*<CONH, n*n-C3!)l.^t^(I I-l) SrSSii 
(I I I-l) T'^$ni.r5Kfe^5r*tl.-hor 

[0057] ffieAisKiis fcff a c t*« 

B2Xg 

B2igii. -m^ ( 1 1 1 -1 ) x-mni-har 
s. vit^mmjttx. ( 1 1 - 1 ) x-mti^ 

[0058] mi-^mtmzti^^x-mizju 
10 0 5 9] m^tihtmii. mm^^yi^'^j^-m 

[0060] ®iE«±a«. JSS'JOSffiT-CMKff *>n 

[0061] m^h^mit Lxii. Rmzmi:^ 
^suyyimit^mm -jx.^ivx.-tiv. t b 7 1 h 

B-NH2 + HOOC-A-NO2 
C2X@ 



B-CONH-A-NO2 
.(III-l) 



B-CONH-A-NH2 

(II-l) 

[00621 RjCiastii o'C7!)M14 0x;t*)'3> n 
[00631 Ri&spSfi, aciae. 

}:\,zXnXm^j:ht>K ffl^B O^J-HBS3HST*0. 
[0064] tfz. *Xg{i. fctxtfig-fLmxl-f, 

^^-yyivrnffimmm^^x^owx'^. m\iz 

[0065] RiEJiii^. mmc^m^jxftm.^z^hix 

h, 

[0066] m^tii>m\t Lx\i. m^mm^^- 
xj'£\nimzwmi^j:<.mm'<^y^y. Y)vs. 
y. =jfxw-v. '\^^y. ^r-? y(r>io-^j:m!o¥M 

[0067] MWi7/^3-/^i®«l<^ix-T/^a 

[0 0 68] RjCiSS{ilO'C:rjM140'CTft'3, » 
jitcfi 2 0 "CTl;^ l2 0'CX'hh. 

[0069] Rm^ti, KiGisas, sjGias. mr£ 

ii^z^-yXmhiiK aS3OrH-|tl7!>£3BST'*0. 
if 1 mSPM 2 4 B^^t'S) 6 . 
(CS) 
[0070] 

[<l:5] 
cix@ 

► B+INOC-A-NO2 

(ni-2) 



[0071] (iffi^*. A&lXBJi, m^L/ttot 



B-HNOC-A-NHg 

(II-2) 
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X*<NHCO. nf)<lX'i>^it^ ( I 1-2) 
(I I l-2)X'm^flh7S.Y1^-^i:^-th~Vur 

5 Y^-^i'm'ti>TMX'hh. 

[0072] itasi:*, A. B. t>J:t^X{i. 1956 
[0073] *IgJi. frlB AIS{:2p tX'{fo^b 
B-NHa + aSOa-A-NOa 

D2X@ 



[00 76] (±ie5«f+> A2SlVBtS. m'&lf^h<r>b 

1-3) &Sit-ri.:^-aT'J)§. 

DIXS 

-flSi^ ( I I I - 3 ) X-m^ixh^ii-y tVTi. Hite-^ 
X'hh. 

[0077] ^^^mtmzii\^x-mzju 

[0078] »B{4il«, jSIf JiOflqtT-CiffJitcff ^5it 

s. 

[0079] ffiffl$iXl.}5Mi: UTti, ^R^Et^®^ 

=J9 uu}^^ y<7)ii 0 ^Aoy y-fk^{bKS«. 

B-SOaCI + HaN-A-NOa 
E2X|i 



X'%h. 
C2Ig 

C2Ig(i, HK^( I I \-2)X'miXi>-Vu7 
5 Kfl:^^ji7cL.THft3»: ( I I - 2 ) TmtlhT 

[oo74]*ig(s, mzB2xmzmtx'fiozb 

(Dffi) 

[00751 

[^b6] 

D1X€ 

► BMHSOa-A-NOa 

■ (III-3) 

BflHSOa-A-NHa 

(II-3) 

Ky^y^ h)i':iiyaii.o^j:^mmm-{^mmimh 
[0080] K^mi- 2 o'cn^ l o O-CV^h 

ti. mz\i-5'cm.5 0'cx-nhixh, 
[0081] RW^{iR*5s^, smg. mm^i 

1 ^m. 1 6 B^st-j) I. . 

D2IS 

D2iMi. -m. ( 1 1 i-3)X'mixh-hux 
)vy * yr 5 Yit-^^mtl-x . -m, (i i - 3 ) 
X'mixh7i^y.)V7ity7^ nt-^mm^-thn 
ST* a. 

[0082] ^Xmt. frlBB 2ISk:JjltTff d i fc 

(Eft) 
[0083] 

[^b7] 



E2X@ 



B-SOaNH-A-NOa 

(III-4) 



[0084] (±fe^*. ASt^BJi. KT^L^tcot 

EiSJi, Aisomt4-e^bi>-fi:-&i^)) (in ^c^>v^T, 

XA<SOjNH. n*n-Cj>S^t^*Sl (I 1-4) Srm 

E iiSti. -IK^ ( I I I - 4 ) X'^^fih:^iVyit 
y7S. Vm-0[i^'rh-hn;^fVyity7i Vit^mt: 

mm-rhxnx'hh. 

[0085] :^Xmii. D 1 XmizmtX'iro ZttfiX' 



B-SOaNH-A-NHa 
(11-4) 

E2IS 

E2ISW, ~Wt^ ( I I 1-4) X'^^tlh~h\:J:x. 
;P7*>-T$HI:-^Sr3i7tLT, -ffi^ ( I 1-4) 
X'mtl?>7^yXfUyiiry7S. \'it^i:Wtr?>T 

nx'h^. 

[0 086] JlslHi. B2XmzmtXndZti}^X' 

(Fffi) *^HB^k-^^S!lJt-r*S^t^r&, TIEHR 
^{l 1-4) 
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[0087] 



IT />-NH2 



B' 
(II-4) 

[0 088] (±125^*, Bmmuzi>ff)bmMi 

FIXS 

F 1 xma. -m^ ( 1 1 - 4 ) rm^tii 2 -f-rv 

[0089] 



[0090] -if-Xmt. J.Am.Chem.Soc. ,72,3722-3725 
XtiBul 1 .Soc. Chim. Fr . , 1958, 1437- HSgfCieK^^^-ffi 

m^TXmcfh:Li: J= J: 0 , -Wt^ ( i i - 4 ) 
[009 1] 

[fl:io] 



O 



F2XS 



(IW) 



[0092] F2XWit. WT<^J. Indian Chem.Soc. . 
51.1031-1034, (1974)tCie»<0:^ffilC?PtT, a-7'a 

0, -ai3«: (11-4) •ca§^ti.2— ?-7y-;w75 

[0093] RiBtis J§3PI<015q£TTlffjiK:1ft) 
til., 

[0094] m^ixhmmt lxm. ^RWci^ffS: 

- f-;WT-fe h 7 5 h\ N . N - i^'^ f-;W*;UA 7 S 
h'cOJ:a=Sr7$H5i, 7-feby, MEK^tO^hy^*^ 

[0095] Rmmi- 2 O'CT^M 1 0 O-CTtr*) 



[0096] R{El$^(iS)£S«IS6« R^BfflS. 
tcJ:o-CM^S*^ aa3 0^S:f^M24l^ra-CJ>'5, 
if 5 B^igjl;^ 1 6 B^fHt'S) I. . 

[0097] A^M FStCiESJ Ufc#aiE*!f7f^. «■ 

^tm^oa^, ^m^-^^m-mmzm^tix^^h 

X'^?>. ^WMcDmi-m: ( I ) i:^^l^t-^m. X 

\t^(r)mmmm^fihw^i . immx^i'fmmb lx 

^tih. mm. m.-mtm.-^L. mui. mi ti 
r^ivm. ^mi mm\^<\i^u^';-7mm^z^h^ 
m%\i^w^\.<\tmm\zi,htmnm,z'm't 

[0 098] :.ixh<nmu. mm {mt\i. 



: 7"7;PK : S,&SS^-^ MJ-fi. : D Lo>f v 

*$-^(fl.;i:*<t'^l.. ) . tS^SiJ (C?lli.tf. th'o 

I.. ) . %mi mux. ias^jKt Hodfi^rotf/u 

lVif-.^'yyi-^)VX9-^^ ij)Vif'.^-y:^'i-lVX9-f'^ 
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J: d^r^N-7:t^x$.&SKx;^T;l« ; i^aazTff /- 
T h H Dpi? ; Rx/. y ;i/ 1' yi§$r W I. C i: # 

[0099] ^commm^. i^^-mmi^zx 

TKfcLTO. 0 0 las/kg «cS(*f^K Ji. 0. 0 

Img/kg WA) . iMt LT , 5 0 Omg/kg {^sM 
U<(i, SOmg/kg #cM) Sr, «F*I«i4«0*^{i(i, 
liaSO. TfiSt LTO. 0 0 iDg/kg #:a (Sf^t< 
14. 0. Olmg/kg . ±MtLX. 500mg/k« 
««(»*t<(i, SOmg/kgfrS) ^IHSiJlJ^^ 

[01001 

[mmm] -nmm<<z-^\^x. ^[zmw»mt. 

NMRiJStfc V yz ^mmmt LX. h 'J ^ f-zl^i^^ 
y (TMS) Srffli^^c. 

(UteWl ) N- (4-^f-;l'7x-;l.)- (2-^'0 
D-5--b07x:::;l') h' 
4-;<f-;l'7~'J>'0. 330s$:x;'<-f;l'7-th7S 
H (DMA) 1 OmLlCjS)»L.)t^fSC. 2-^'no-5 
--bDS,|.SS!;?niJ KG. 74 SgSr^iStUn;!., 

3 i^ramif Ltz . Ri5?stcg^B!xf-/i- 5 m Lmmm. 

3 0 m L $:JD ;c. , mPal j«# U^tf^ , l^Kx^ykt' 

(iPE) fcinsa^w^, rffiu, ®fe@w-ft-&!i^io. 7 

[0101] iH-NMR(400HHz,CDCl3 .116) : d (ppm) 2.36 
(IH.s). 7.21(lH.d.J=8.3Hz). 7.26(lH.s). 7.51(lH.d. 
J=8.3Hz), 7.65(lH.d,J=8.8Hz). 7.77(lH.s), 8.26(1H, 
dd,J=8.8. 2.7Hz). 8.61(lH,d, J=2.7Hz) 

(IISfiW2) N- (4-7x^;l^7x-;U) - (2-9 
nP-5--hn7x-;l^) tDVif^^^ Y 
4-7x::^;Pr-U>'-«ll<S0. 2 2 9 g^rtT'j i^'y 
3 m L \,zmm Lfzmmz2-'?nx:i-5--Y n$,ft# 
K^'nUFO. 2 94gS:Sia-CDDx., -?*»iJfL.;it, 
RJSatCi^SJX-f/l' 5 m LSt/teWfiW* 3 0 m L ^ Jd 
xmraJi^*Lfcf*s $'c.tC7k20mLSrtn;im#L 



27 0g«0^a2:t#7t. 

[0 102] iH-NMR(400MHz,CDC13JMS):5(ppin) 7.34 

- 7.81(lH.in). 7.43-7.48(2H.iii), 7.59 - 7.74(7H,iii), 
7.89(lH.s), 8.28(lH.dd,J=8.8. 2.7Hz), 8.65(lH.d,J= 
2.7Hz) 

{IIM093) N- (4-;<^;i'f-ry-;k-2-'f;k) 
2-T5y-4-^f-;pf-ry'-;wo. 380g, 2- 

:?OD-5--bD^S#i?0. 67 1g^^>mcl, 
1 ' -i])Vif.~}Vi>^ 5 ^S^y-/!^ ( C D I ) 1 . 0 7 9 
gSrrh^t H079y (THF) 2 OinLl=if»tJt 

;W;{?7A:7DVh/7 7-f- C^^l^y : Pi!X-f;L-= 
3 : 2 (?g«Jt) ) TfliSt. I PEiiJ^^. rJR 

[0103] iH-NMR(400MHz.CDCl3,TMS) : d (ppm) 2.00 
(3H,s), 6.59(lH,s), 7.62{lH,d, J=8.8Hz) , 8.28(lH.d 
d.J=8.8. 2.7Hz). 8.58(lH,d.J=2.7Hz). 11.75aH,bs) 

(lliS0'l4)N- (5-^^;^f■rv-;^-2— ^yi-) 

- (2-^'Po-5--ho7x-;l/) H 

2- T5>'-5-;^f-;l'^7y-;U0. 264g, DM 

A 5 m L^: ^> 2 - ^ on- 5 -- h oSmSiSiJ' n 

'J HO. seogcto. ^jSfiCT 1 L7t:^icfi! 

V\ SISB6<Kb-&i|?}0 .619 g«0i6fBS:'#/c. 

[0 104] iH-NMR(400MHz,CDCl3,TMS):5(ppm) 2.34 
(3H.s), 6.32(lH,s), 7.71(lH,d, J=8.8Hz). 8.35(lH.d 
d,J=8.8. 2.7Hz), 8.57(lH,d.J=2.7Hz) 

(IISfeWl5)N- (3-7x-;l/7xXyU) - (2-^' 
nu-5--ho7i-;U) ;^;W-tC^-tS H 

3- 7x:::;W7xuy -SiSiSO. 2 3 9g, 
5mL'5r/5>t;ft2-^'DO-5-xh n^,&S»^' o U 
HO. 3O7gJ:0, %tm 1 tietK t^>;:^rffit«£v\ 

mi.^mc^Q .309 gc7)i^a$-}#/^. 

[0105] 'H-NMR(400MHz,CDCl3 ,TMS) : d (ppm) 7.35 
-7.40(lH,n), 7.41-7.52(4H,ii). 7.60-7.67(4H,n). 7. 
86(lH,s), 7.94(lH,s), 8.26(lH,dd,J=8.8, 2.7Hz), 8. 
63(lH,d.J=2.7Hz) 

(IHftW6) N- (4-.XHdf>/-3-7x-;l/) 7x 
(2-^'on-5--Ho7x-;k) ;^/l/jKdf-t 

5 H 

(4-;<H^i^-3-7x-;l-) 7-«;y • igg^JgO. 
478g. fiJ>''y5mL^/9t^tC;2-^on-5-- 
Ho$,ft#i$^'niJ HO. 53 5gJ;*), ^i£0<J2tlB 

mu^-nmz^\\%^m\t'^m. sseg^oi^a 

[0106]' H-NMR (400MHz , CDCl 3. TMS) : 8 (ppm) 3. 95 
(3H,s), 7.31-7.46(4H,iii). 7.63 -7.69(3H,in), 8.27(1 
H.dd.J=8.8, 2.7Hz). 8.67(lH,d. J=2.7Hz), 8.54(lH,d, 
2.2Hz) 

<.%imi) N- (2-7x-/l^7x-;P)- (2-^' 



(a 2))02-332266 (P2 0 0 2-|$M 



2-7x:::;l/rr:'jy '^S^O. 25 Ig. t^Ui^V 
5 m L Jfi: 1 2 - o p - 5 - h P $.&SK n y 
HO. 322gi:'?. mmm l (clBKLfc^ratct^vv 
SiaSW^b^ifelO. 3 23g0^^^t#/.:. 
[0107] iH-NMR (400MHz. CDCI3 .TM5) : <^ (ppm) 7.27- 
7.34(2H,m), 7.39-7.54(7H,m), 7.90(lH,s), 8.18(lH.d 
d,J=8.8, 2.7Hz), 8.45(lH.d,J=8.1Hz), 8.53(lH.d,J= 
2.7Hz) 

mmS) N- [4- {2-f»Ji/;l/) 7x-y^] - 
(2-^'np-"5-:::hP7x:i;W) K 
4- ( 2-b"'jvy^) r-'jy -^g^JSo. 320g. 

t^U x> 5 m L^:/5>t^t 2 - :^PP - 5 h n$A# 

B!^'p';ko. 34 7gJ:»). ^«fi<?iinciBl!iUc*a 

tcfifvv SieaW^k^O. 3 88gO^B^H^t^;^c. 

[0 108] 1 H-NMR (400MHz, CDCl 3 JMS):^(ppra) 7.22- 
7.26(lH.iii), 7.66(lH,d,J=8.8Hz).7.72-7.79(4H,in), 8. 
05(lH,d,J=8.8Hz), 8.08(lH,s), 8.27(lH,dd, J=8.8, 2. 
7Hz), 8,63(lH.d,J=2.7Hz), 8.69(lH,d, J=4.7Hz) 

{mmm9) N- [a- (4--hP7x:i;l/) 7x:i 
/U] - (2-^'np-5--hn7x~;l^) 

4- (4~:::hP7x-;l/) T-UyO. 344g. D 
MA 5 mL^rAmc 2 -^J'PP- 5 -3: ho^,ft#i?:7 
PliKO. 4 24gi:0. IISfeM2(iie«Uv::^tcti! 

v\ mmmt^mo .625 gcofsa^tf/co 

[0 109] iH-NMR(400MHz.CDCl3,TMS):^(ppin) 7.84- 
7.89(4H,id), 7.92(lH,d.J:^.8Hz)J.92(2H,d,J=8.8Hz). 

8.31(2H.d.J=8.8Hz), 8.36(lH,dd.J=8.8. 2.7Hz), 8.5 
2(lH.d.J=2.7Hz), 10.93(lH.s) 

im^miO) N- [4- (6-:^i'}U<yYi-TY- 
)V-2-'i)V) yx,r^)V] - (2-:?'PP-5-::.hP 
7x~;l/) H 

4- (6~^f";i/^yyf-ry-/u-2->f;i/) 7:^!; 
yO. 353g. DMA5mL^:^)l>Hc2-:;'PP-5 
--hpSSSK^n'JHO. 349gcJ:0. ^Sfi^ll 
(cieiaLfv::^ffi^^^^v^. SIEBW^b^l^^O . 6 1 4 go 

[01 1 0 ] 1 H-NMR (400MHz, DMSO-dfi ,TMS) : ^ (ppm) 2.4 
7(3H,s), 7.36(lH,d,J=8.5Hz), 7. 89-7. 94 (2H. id). 8.11 
(lH,d.J=8.8Hz), 8.37(lH,dd,J=8.8, 2.8Hz), 8.55(1H. 
d.J=2.8Hz), 11.04(lH,s) 

{mm\l 1) N- (3-;^^;^7x:i;l/) - (2-9 
pp-5-:ihP7x-;l/) 

m-V)V^'JyO. 2 69g. DMA5mL55:4>i;f{C2 
-^pp-5-::^hPS.&SS:^ny HO. 663 gi 
0> ^Mfi?iJ2CfeiBJL^c*^atCt^VK ffliegW^t^?^ 
0. 6 77gC7)J$a«rt#3t. 

[0111] iH-NMR(400MH2.CDCl3,TMS):^(ppni) 2.40 
(3H,s), 7.04(lH.d.J=7.6Hz). 7.29(lH,t, J=7.9Hz) , 7. 



41(lH,d,J=8.1Hz), 7.74-7.84(lH,ni). 8.27(lH.dd.J==8. 
8, 2,7Hz), 8.61(lH,d,J=2.7Hz) 
{%mmi2) N- (4-x^;W7x:i;l^) - {2-9 
PP-5--HP7X-/U) H 
4-Xf^;^T:::UyO. 280g, DMA5mL^A»tX 
tc2-:^pp-5--HPSA#Bt^ol' HO. 6 10 

gj:0. ^]ifi?iJ2{cieKL;^v::^ii£tct*v^. mieaw^i:^ 

1*50. 67 6gc7)i^B^0^t#?t. 

[0 112] iH-NMR(400MHz,CDCl3,TMS):^(ppm) 1.25 
(3H,t,J=7.6Hz), 2.66(2H.q,J=7.6Hz). 7.24(lH.d,J=8. 
4Hz), 7.54(lH,d,J=8.4Hz), 7.66(lH.d.J^.8Hz). 8.26 
(lH,dd,J=8.8, 2.7Hz), 8.61(lH,d. J=2.7Hz) 

immiS) N- (2-xf'y^7x-;l') - (2-9 
pp-5--Hp7x:::;^) H 

2- Xf-yl^r-UyO. 269g. DMA5mL^^>t/ 
(c2-^pp-5-xHn^,ftSK^niJ HO. 586 
giO. ^]!i£W2fcieS!L/:::^ict^v\ ®iagWft'& 
!|*I0. 6 6 7 gcofefi^ttfc* 

[0 1 1 3] iH-NMR(400MHz,CDCl3.TMS):^(ppin) 1.28 
(3H,t.J=7.6Hz), 2.69(2H.q,J=7.6Hz), 7.21-7.33(3H, 
m). 7.68(lH,d.J=8.8Hz), 7.80(lH.s). 8.28(lH,dd, J= 
8.8, 2.7Hz), 8.67(lH,d,J=2.7Hz) 

(mmiA) N- (3-x^;i^7xx;l.) - (2-9 
pp-5-xHp7xx;U) :^)V^s^^i H 

3- x^;l/rxijyo. 2 1 0 g . DMA 5 mL^^)tX 
(C2-^^PP-5--HP$.fe#K^P'J HO. 4 58 

1*10. 3 5 9g^0fe^H#to 

[0 1 14] iH-NMR(400MHz,DMS0-d6,TMS):^(ppin) 1.1 
9(3H,t.J=7.6Hz). 2.61(2H.q,J=7.6Hz), 7.00{lH,d.J= 
7.8Hz), 7.28(lH,t,J=7.8Hz), 7.51(lH,d.J=7:8H2). 7. 
58(lH,s). 7.89(lH.d,J=8.8Hz). 8.34(lH,dd.J=8.8, 2. 
7Hz). 8.45(lH.d.J=2.7Hz) 

(mm\l 5) N- (4-rPt;^7xX;^) - (2- 
^^pp-5-xHp7x:i/P) H 

4- rPbVl/r-UyO. 340 g. DMA5mL^/b 
t>'tc:2-i^PP-5-::^hPSSSK^'nU HO. 66 

4gj:»9. mwm2izimLfziimm\^\ mtismit 

^mo- 6 77gC0fSfi$:^#?t, 
[0115] iH-NMR(400MHz.DhS0-d6 JMS): 5(ppm) 0.8 
9(3H,t.J=7.3Hz). 1.58(2H,in). 2.54(2H,t J=7.6Hz) , 
7.19(2H,d,J=8.4Hz), 7.60(2H,d,J=8.4Hz), 7.89(lH,d, 
J=8.8Hz), 8.33(lH.dd,J=8.8, 2.7Hz). 8.44(lH,d.J=2. 
7Hz), 10.62(lH,s) 

(mmmie) n- (4-'^yf-;u7xx;u) - (2- 

^pp-5-xHP7x::::;P) ^f]^7\(^^i H 
4~^yf-/UrxtiyO. 300g. DMA5mL^r/5> 
Wc2-^'on-5-xHa^,&Sit:5^PU HO. 48 

5gj:o> mmm2izmuuziimm\^\ musmt 

'^mo. 5 14gC0lSaS:t#7t. 
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[01 16] iH-NMR(400MHz,CDCl3,™) : ^(ppm) 0.90 
(3H . t , J=6 . 9Hz) , 1 . 28- 1 . 38 (4H , in) , 1 . 58-1 . 66 (2H , m) , 
2.61(2H,t,J=7.7Hz). 7.21(2H.d. J=8.4Hz) , 7.53(2H.d. 
J=8.5Hz), 7.66(lH,d,J=8.8Hz), 7.77(lH,s), 8.26(1H. 
dd,J=8.8, 2.8Hz), 8.61(lH.d, J=2.8Hz) 

(2-:^nn-5--bP7x-;u) ;J^;^;K^1f5 H 
4-yf-;U;t^v'r::^UyO. 2 6 7g. DIVIA5mL 
^^lXtc2-^np-5-:::hnSA#g^^nU HO. 

4 2 7 g J: 0. mmm2{ztmuziTmizm\ mm 

[01 17] iH-NMR (400MHz, DMSO-de ,TMS) : ^ (ppm) 0.9 
4(3H.t.J=7.4Hz), 1.39 - 1.48(2H.in), 1.65-1.73(2H. 
m). 3.96(2H,t,J=6.5Hz), 6.94(2H.d.J=9.0Hz), 7.60(2 
H,d,J=9.0Hz), 7.88(lH,d,J=8.8Hz). 8.33(lH,dd» J=8. 
8. 2.8Hz), 8.43(lH.d,J=2.8Hz), 10.54(lH,s) 

{^mmiS) N- (4-M;7;^:t0^f-;^:t^^:7 
x-zU) - (2-^^np-5-:xhn7x:::;W) ;*yP.-K 

4-hU7yl/:tn;<^/^:t^>'7-'J>'0. 3 10g. 
DMA5mL^r^>t/C2-^^pn-5--hn^.&Si? 
^^nUKO. 46 2gJ:0. *M2 tiEKUv!:^ffit 

^leaW'IL'&Jt^lO. 54 1 g<7)^^Bmfz. 
[0118] iH-NMR(400MHz,DMS0-d6 JMS) : d (ppm) 7.4 
0(2H,d,J=8.5Hz), 7.81(2H.d,J=8.5Hz) , 7.90(lH,d,J= 
8.8Hz), 8.35(lH,dd,J=8.8, 2.7Hz), 8.50(lH,d.J=2.7H 

2) 

x:::;l/) - ( 2-;^nn-5-:::hn7x:::;I/) ;<r;k'K 

2--< yrne;P-6-yf-;l/r:i'jyO. 309g. 

DMA5mL^^>t/{c2-:;'nn-5-~hnSl.SK 
^^p'JHO. 54 6gJ:»9> IIJ«gl?iJ2tcieaUv::^}*ti 
tSfv^MSf^s S^'J;«y/I/;<?5A^PVhi?^57>f- (^ 
: »iSXf';l.= 2 : 1 (mit. v/v) ) ^zxm 

mt. mzxmit. riRLT. ©leaw^L^Jf^o. e 

3 0gcotSft5:f#?to 

[0119] iH-NMR (400MHz. DMSO-dg JMS) : d (ppm) 1.2 
6(6H,d.J=6.9Hz), 3.23(lH,sept, J=6.9Hz) , 7.17(1H, 
m). 7.23-7.31(2H,m). 7.45(lH,bs). 7.69(lH,d.J=8.8H 
z), 8.28(lH,dd.J=8.8, 2,8Hz). 8.64(lH,d. J=2.8Hz) 

{mm20) N- (4-i^Ty7x~;P) - (2-^^ 
pp-5--hP7x:::.;^) ^/l7f(^^^ H 
4-x7y7-U>'0. 25 1 g. DMA5mL=5:<^>l^ 
t2-:^PP-5-^hPS,ft#®^'PUH0. 559 

gcfcD. ^^6^?^J2tias!L;t:^^c^^^ev^. ®iEaw^t-& 
mo. 5 58 gc^m&infz. 

[0 120] 1 H-NMR (400MHz. CDCl3.T^6):^ (ppm) 7.68- 
7.79(3H.in). 7.81(2H,d. J=8.6Hz) .8.09(lH.s) . 8.31(1 
H.dd.J=8.8, 2.7Hz). 8.63(lH.d, J=2.7Hz) 



(mmm2i) N- (3-i^ry7x-;u) - (2-^' 

pp-5-zihP7x-yU) F 
3~i^ry7:::';y0. 255g, DMA5mLJ5:^t/^ 
(C2-^^PP-5-:ibP^SSS!^n'JF0. 559 
giO. mfeCT2tE«!L^v::6r&fc«ev\ musmt^ 

mo. eiegcomSi^mz. 

[0121] iH-NMR(400MHz,CDCl3.TMS):^(ppin) 7.50- 
7.56(2H,ni). 7.70(lH.d.J=8.8Hz) .7.84-7. 87(lH,m). 8. 
02(lH.s), 8.07(lH.s), 8.31(lH,dd,J=8.8. 2.7Hz), 8. 
64(lH.d,J=2.7Hz) 

{^mm22) N- {2-i^7y7x«;l.) - (2-^^ 
pp-5-:::hP7x:::/l/) F 
2-1^7/7^ tlyO. 279g. DMA5mL^/^lX 
{C2-i^PP-5--FP$.&#Si!'PUH0. 623 

mo. 6S2gco^^B^nrz. 

[0122] iH-NMR(400MHz.CDCl3.TMS) : 5" (ppm) 7.30 
(lH,t,J=7.7H2). 7.66-7.72(3H.m),8.33(lH.dd.J=8.8. 
2.7Hz). 8.50{lH,s), 8.56(lH.d. J=8.4Hz). 8.71(lH,d. 
J=2.7Hz) 

{mmm23) N- (4-:iFp7x:i;I/> - (2-^^ 
pp-5-::^hP7x:::;P) 5 K 

4--hP7-';yO. 285g. DMA5mL35rA>tX 
(C2-i5'PP-5-3:FP^,ft#®S^^PUH0. 54 5 

gio. mmm2^ztmLfzijm^zm\\ mmmt^ 

^^50. 6 1 9s(7)^^Bi:mZo 
[0123] iH-NMR(400MHz.Dl«0-d6.TMS) : d (ppm) 7.9 
3(lH.d.J=8.9Hz>, 7.96(2H.d.J=9.2Hz). 8.31(2H.d.J= 
9.2Hz). 8.38(lH.dd.J=8.9, 2.7Hz), 8.59(lH,d, J=2.7H 
z), 11.32(lH.s) 

mm2 4 ) N- ( 5 F Pb- 'J 2 JU) - 
(2-:?'PP-5-:ihP7x:i;l-) ^t^yU/K^l^S H 

2- T^y-4-::iha\^V'JyO. 293 g. DMA 
5 m L^^>l/(C 2 - PP - 5 F pS.&SK^' p y 
HO. 556gJ:0. HSfefi^J 1 KiBiStLyt!:^St«ei\ 

siesw^t^ifeo. 6 27 sm^mrz. 

iH-NMR(400MHz.DMSO-d6.TMS): 5(ppm) 7.89(lH.d, J=8.8 
Hz). 8.36(lH.dd.J=8.8. 2.8Hz), 8.42(lH.d.J=9.2Hz) . 

8.58(lH.d.J=2.8Hz), 8.72(lH.dd J=9.2, 2.5Hz). 9.2 
3(lH.d.J=2.5Hz). 12.00(lH,s) 

{mmi2 5) N- (3-::ihP7x:i;^) - (2-^ 
PP-5--hP7x-;^) /jJi^7t(^^$. H 

3- -hpr^UyO. 274g. DMA 5 mL^^>t/ 
tC2-^'PP-5--HPSS#K:^P'J HO. 524 
gctO. ^Jfi!fl?iJ2fcie«L7t*«tt«V^. SIBBW^b^ 
?«30. 6 3 8gco^fB^t#;t. 

[0124] iH-NMR(400MHz.DM50-d6.TMS): ^(ppm) 7.7 
0(lH.t.J=8.2Hz). 7,93(lH.d.J=8.9Hz), 8.00-8.04(2H. 
m), 8.38(lH,dd.J=8.9. 2.7Hz). 8.58(lH.d, J=2.7Hz). 
8,74(lH.bs). 11.20(lH.s) 
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/t-) - (2-^'on-5-~hn7x-;l^) 

4-7S/S-&«Kxf-;|/X;;^f;l'9. 88g. DMA 

5 0 m L^<^>W;: 2 - ^7 an - 5 h nSS*K7 n 

V\ ®ie@WI:^ft2 0.33 g«o}gas:#/s. 

[0 1 253 iH-NMR (400MHz, DMSO-ds .TMS) : S (ppm) 1.3 
3(lH,t,J=7.1Hz), 4.31(2H,q,J=7.1Hz), 7.85(2H.d,J= 
8.7Hz), 7.91(lH,d,J=8.8Hz). 7.99(2H,d,8.7Hz), 8.36 
(lH.dd.J=8.9. 2.8Hz). 8.53(lH.d.J=2.8Hz) . 11.05(1 

H,s) 

(mmm27) a- [ k2-9uu-5-=-Vayj,- 

IIJSWl2 6T1#^>n?tN- {A-X.Y^^yii)Vi(-^-iVy 

^•tSh'19. 5 5g5:v:t^-t>'l 0 OmLt:?i»L 
f:.Mz. lN-?|<i!^k•^^U'?A84mL2:JDi, 30 

rasiat-iscaLJt. w,mm:m£^mkLfz\k. *3o 

itill?. 5 9gSr#;t. 

[0126] iH-NMR (400MHz. DHSO-ds .TMS) : S (ppm) 7.8 
2(2H.d.J=8.7Hz), 7.91(lH.d.J=8,8Hz) . 7.97(2H.d.8.7 
Hz), 8.36(lH,dd,J=8.8, 2.8Hz). 8.52(lH.d.J=2.8Hz), 

11.01(lH,s) 

(1186^28) N- (2-^no-5-:::hD7x- 
;^) - (2-^'ao-5--M37x-;P) ijiVif.^^ 

2-^oo-5--hDr-U>-0. 348g, DMA 
5 m \.ts:f>Xf\Z 2-^'oo-5--h a3f,&#i?^' o U 

Fo. 532gcto, 2 \,z\m. L f^-ymzms^. 
mi s wib-^!f!!) 0 . 7 0 8 g (mh-km^ . 

10 12 7] iH-NMR (400MHz. DMSO-dg .TMS) : d (ppm) 7.8 
9(lH.d.J=8.8Hz). 7.91(lH,d,J=8.8Hz), 8.15(lH.dd,J= 
8.8. 2.7Hz), 8.37(lH,dd.J=8.8, 2.7Hz), 8.65(lH.d,J 
=2.7Hz). 8.88(lH.d,J=2.7Hz), 10.83(lH,s) 
(5S5fifi^2 9) N- (3. 5-J''-t-r^;U-4-h 
Hodri^7x-;l') - (2-^'no-5--hD7x.=. 

3, 5-x-t-7'f-/l'-4-t Hn^i^7:^'jyO. 
500 g, THF 1 OinL^r4>l^(C2-^'DD-5-- 
hn5,g.#K^'D «J HO. 538gJ:0. S^Mfi?"] 1 (cfC 

©L^>::firaic{;£v\ siegw-fb^no .645 goisa 

[01 28) lH-NMR(400MHz.CDCl3.T^G):^(ppm) 1.47 
(6H.s). 5.20(lH.s), 7.43(2H,s), 7.66(lH,d,J=8.8H 
z). 8.26(lH.dd.J=8.8. 2.8Hz). 8.62(lH.d.J=2.7Hz) 

(1^0113 0) N- {3-'<^v^y7.)vyis~)vr^j 

y3.~}V) - ( 2-^*00- 5--hD7x-;U) :<fy|/ 



3- '<.>'-t'y;^;P7*-;>r$y7-';>'0. 595 

g, DMA5mL^<ot/tc2-:7nD-5--hnS-& 
#fi^PUK0. 6 3 3gJ:i3, ll«fie»llKie«Uv:^r 

^ - k^^^y : ifi?X^;l.= 1 : 1 v/v) {CT»ii! 

iPE(cTii^i:. iPiXLT, sieawb^o. 70 

0g^0SSB^B*^f;t. 

[0129] 'H-NMR(400MHz. CDCI3 . TMS) : d (ppm) 6.87 
(lH,d,J=8.1Hz). 7.21(lH,t.J=8.1Hz), 7.38(lH.d,J=8. 
IHz). 7.54-7.66(4H.m). 7.80-7.82(2H.id). 7.87(lH.d. 
J=8.8Hz), 8.33(lH,dd,J=8.8, 2.8Hz). 8.44(lH,d,J=2. 
8Hz). 10.38(lH,s). 10.69(lH.s) 

{.mm3\) N- [ [3- (tayi-'>'-i->f;i/) 

i])Vif^-lV^ 7x-;l^] - (2-^^00- 5 --hD7 

[3 - (fnuyy- l--f;l') tDVif.-iV^ T-'Jy 
•JilffiO. 244 g, b;ijvV5mL^r/otXH2-^' 
nn-5-:^Hn$,|.#g?:J'nD HO. SOOgiO, 

llil^i(cl£l!iUc:^ffii;i^v\ siasw-fb^o. 3 
19g<^SS:^yi, 

[0130]' H-NMR(400MHz, CDCI3 . TMS) : S (ppm) 1. 85- 
1.93(4H,m), 3.36-3.45(4H,m), 7.27(lH,d,J=8.1Hz). 
7.41(lH.t,J=8.1Hz), 7.65(lH,d,J=8.8Hz), 7.70(1H. 
s), 7.91(lH.d.J=8.1Hz), 8.26(lH.dd. J=8.8, 2.7Hz). 
8.50(lH,d.J=2.7Hz). 9.09(lH.s) 

{^m^2) N- [4- (4-^^;Ky-fe'>') X)V 
7*-/P7$y7x-;l/] - (2-^'no-5--Hn 
7x-;U) ■hlVifs^'f^ H 

4- (p-H;i/xy;?.;i^7;r-;urs/) r-U>0. 
308g. DMA5mL!3r<5>lXfc2-^'no-5--h 

D^l.SK^' oUHO. 310gJ;0, ^Sfil^J 2 \.zW^ 

it.:iTmzm\ 5 1 e gt?)ea«: 

[0131] 'H-NMR(400MHz.DMSO-d5,TMS): 5(ppm) 2.3 
4(lH,s), 7.08(2H,d,J=8.9Hz), 7.35(2H.d.J=8.2Hz), 
7.54(2H.d.J=8.9Hz). 7.63(2H.d, J=8.2Hz). 7.87(lH.d. 
J=8.8Hz). 8.32(lH.dd.J=8.8, 2.8Hz). 8.42(lH.d.J=2. 
8Hz). 10.15(lH,s), 10.64(lH,s) 
(IIMi^J3 3) N- (<y^/^7Y-l\^-2--^)U) - 
(2-^'Dn-5--Hn7x-;i') HtJl^nti^^iY 
2-7iy^y'/i-7Y-/\^0. 3 12g, DMA 5m 
L^j:(>mz2-i'ua-5--ha^.mWi9aV H 

0 . 5 0 3 g J: 0 . mmm 2 ciem u^umm^K s 

iaBWfl:-&«0. 54 4gc0iteft^fl^. 
[0 132] 1 H-NMR (400MHz. DMSO-dg, TMS): 5 (ppm) 7.5 
8(lH,t,J=7.1Hz), 7.67(2H.d,J=7.2Hz). 7.75-7.79(2 
H,m), 8.08(lH,d,J=7.9Hz), 8.19 - 8.28(2H.iii). 8.77(1 
H.d.J=2.8Hz) 

(mmSA) N- i(,--Y'aKyYi-7Y-)U-2 
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- (2-^'nn-5--ho7x-;l/) ^fl'itt 

2-TS.y-6-~haKyYi-7'/-/U0. 42 1 
g, DMA5mL!5:'c>l^C2-^'on-5--hP$,& 

#i?^'nyKo. 569 gx'o, mmm 2 izimU.:1I 
mmmt^m .755 g<^^a&t#^. 

10 13 3] »H-NMR (400MHz, DMS0-d6 .TMS) : d (ppm) 7.9 
5{2H.t.J=8.9Hz), 8.32(2H,dd.J=8.9, 2.4Hz). 8.41(1 
H,dd,J=8.9. 2.8Hz), 8.70(lH.d,J=2.8Hz). 9.13(lH.d, 
J=2.4Hz) 

(IIMM3 5) N- (4-7i-;i'f-ry-;u-2->f 
/l-) - (2-^'on-5--hn7x-;l>') ;^;l^;K^-*r 
$H 

2-T5y-4-7x -f\^^7Y-fU ■ ft^bK^ifi 
2. 53g, f'J v>20mL^(i>Wc2-:?Dn-5 
--hD$,@,#S?;?nU h-2. 1 2 gj; 0, HWJl i: 

>f - Csdf-^y : itKx^/l.= 3 : 2v/v) :»S!!L. I 
PEVmt.mLL.miSmt^O. 240gS:f| 
t:. 

CO 1 34] iH-NMR(400Mlte,a)Cl3,TM5):5(pp») 7.14 
■7.24(5H,id). 7.43 - 7.45(2H.ni). 7.88(lH.dd.J=8.8. 

2.7Hz), 8.03(lH,d.J=2.7Hz) 
(5^W3 6) N- [4- (2-f-xz.;l.) ^TV-ZP 

-2--i)V^ - ( 2-^'np-5--hP7x-;l') 

2-T5y-4- (2-^x:i;l^) ^rV-zH. 0 3 
g. THF2 0mL, CD I 1. 3 3 g'5r(9tXlC2-^'P 

D-5--hns,&#i?i. losii'o.mmim 

- C^^Hfy : ifKx^;i.= 1 : Iv/v) «S8t. IP 

[0 13 5] 1 H-NMR (400MHz, DMSO-dg. TMS) :^ (ppm) 7.1 
2(lH.d,J=5.1, 3.6Hz). 7.52(lH.d.J=5.1Hz). 7.56(1H, 
d,J=3.6Hz), 7.90(lH.d,J=8.8Hz). 8.37(lH,dd.J=8.8, 
2.7Hz), 8.60(lH,d,J=2.7Hz) 

N- [4- (3-eUi;;U) t7Y-lV 
-2--<;H - ( 2-:J'PP-5--hP7x-;P) * 

P^m2(^ii'mzi.^m&^ixtz2-T^y-A- (3 

-t'Jx/P) f-TV-yl-O. 1 8 1 g. DMASmL^r 
<;,W= 2-^-00- 5 -:ihn$,t.#i!:?n'J FO. 2 
4 7 g J: 0 , 1 tclBK LtaHm^zmSK SlfiSW 
-It^^JjO. 3 08gi&t#^. 

[0136] 'H-NMR (400MHz, DMSO-de .TMS) : 8 (ppm) 7.4 
9(lH.dd.J=8.0. 4.8Hz), 7.92(lH,d,J=8.9Hz), 7.97(1 

H, s), 8.27(lH,dt,J=8.0, 2.0Hz), 8.38(lH,dd,J=8.9, 

I. 6Hz). 8.61(lH,d,J=2.8Hz), 9.15(lH,d,J=1.6Hz) 
imm^s) N- [4- (2-b:'J>'» f•7y-;^ 



-2-'f;U] - (2-^'nP-5--hP7x-;P) 

2-75^-4- (2-eU>'>) ^7V-;U0. 32 
4g. DMA5mL^r<i>lXfc:2-^'PP-5--hP^ 
«,S^^?n U HO. 442gJ:0, mmm2 tfE«L?t 

^ratc{^v\ sieaw-fb^o . 4 9 1 g iwz, 

[01371 iH-NMR(400MHz,DHS0-d6.TMS): 5(ppm) 7.3 
4-7.37(lH,m). 7.87 - 7.97(4H.m),8.38(lH.dt.J=8.9, 

2.7Hz), 8.61-8.63(2H,m) 

(%mm39) N- [4- {2-?(^)Vy3.~l{') f-7 
y-;W-2->f;P] - (2-^'PP-5-xhP7x- 
;k) ;<r;l..-Kdf-9-$ F 

2-7Sy-4- {2-:^^JV7 x-lV) "^TV-tV 
0. 398g. DMA5mL^:^,t^lc2-^'Pn-5- 
-FP^ASiJ^'PUFO. 38 5g±0, ^Mfi^JHC 
lEK V U 5 a p -? F 

yyy^- i^^-ty : Pi?X-f-;l'= 1 : 1 v/v) 

sieaw^b-^ittDO . 4 5 2 g 

[0138] iH-NMR(400MHz, DMSO-de, TMS): .J (ppm) 2.4 
5(lH,s), 7.23- 7.31 (3H,m). 7.42(lH,s), 7.57-7.60 
(IH.B). 7.91(lH,dJ=8.9Hz). 8.37(lH.dd.J=8.9, 2.8H 
z). 8.59(lH,d.J=2.8Hz) 

imtm4 0) N- [4- (3-^^;l'7x:i;l/) i-T 
y-;P-2— f/l/] - (2-^'PP-5-~FP7x::i 

)l) F 

2-757-4- {3-^i-fl'yji-)l') i-rY-)V 
0. 303g, 2-^'PP-5--FPS,&«i?0. 2 
4 7 g. GDI 0. 640g^r<5>t^{:THF10mL, 

ct •? , ^)t60<j 3 i: mmtcrnx'^mtk. >- y ^ 7 

A^'p-7F/77-f- (^^-y-y : i^i!Xf-;l/= 1 : 1 
v/v) {CT^iSL, 0. 105 smi^. 

[0139] iH-NMR(400MHz.CDCl3,TMS) : 8 (ppm) 2.32 
(3H,s), 6.98(lH,d,J=7.6Hz), 7.12(lH,t,J=7.7Hz), 7. 
14(lH,s), 7.25 - 7.27 (2H.m), 7.30(lH.d,J=7.7Hz), 7. 
93(lH,dd.J=8.9. 2.7Hz). 8.12(lH.d.J=2.7Hz) 

(lllfiC^4 1 ) N- [4 - ( 1 -r^7f■;^) ^TY-)V 
-2-4)Ul - (2-^'PP-5-::.FP7x-;^) ^ 
F 

2-757-4- ( 1 -•^7f■;^) f-7y-/l'0. 3 7 
8g, DMA5tnL^^,t/f{;2-^'PP-5--FPS 

-t#i?^'p 'J Fo. 404gj:'9. mmmi ^ztmuc 

^rft»Ctiev\ SieBW^b^O. 5 80g5:fffc. 
[0140] iH-NMR(400MHz,CDCl3,TMS): 5(ppm) 7.02 
(lH,d.J=8.8Hz), 7.33 - 7.54(5H,m),7.e9(lH,d.J=8.2H 
z). 7.81(lH,d,J=8.1Hz). 7.84(lH,d,J=2.7Hz), 8.16(1 
H,d,J=8.6Hz) 

(llifi0IJ4 2) N- [4- (2--t7^;l') i-TY-/U 
-2-'f;l^] - (2-^pp-5--FP7x:::.;l') /r 
;l.--K=3f-t5 F 

2-75 7-4- (2— f7^yl/) f-7y-yl^0. 39 
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8g. DMA5mL^ii>t/t2-^nn-5--hn?c 

[0141] iH-NMR(400MH2.DMS0-d6 JMS) : d (ppm) 7.4 
9-7.56(2H.id). 7.87 - 7.99(5H.ni).8.09(lH.dd.J=8.6. 
1.6Hz), 8.36(lH,dd,J=8,8. 2.7Hz), 8.47(lH,s), 8.62 
(lH,d,J=2.7Hz) 

{mmm43) N - [4 - O. 4-v^?'nn7x- 
^rV-;i/-2-^;^] - (2-^'PQ-5--b 

2-7$y-4-(3, 4-i;i5'PD7x-;l/) f-TV 
-;I/0. 3 13g. DlVIA5mL^^>t/tC2-^no- 
5-:ihPS&#gS^n'JH0. 3 3 7 g i 0> Hffi^i 

2iztmit:ijmizm\ mMmit-^mo. 44 9 g 

[0142]! H-NMR(400MHz. DMSO-dg .TMS) : d (ppm) 7.7 
0(lH,d,J=8.4Hz), 7.86 -7.93(3H,in), 8.17(lH,d,J=2.0 
Hz), 8.34(lH.dd,J=8.8, 2.8Hz), 8.60(lH,d, J=2.8Hz) 

(5ISfeCT4 4) N- [4 - (4-xf-;l'7x~;U) ^7 
V-;l/-2-'^;l/] - {2-i^PP-5-:::hP7x- 

2-757-4- (4-xf«;^7x-;P) f"7y-;l- 
0. 339g. DMA5mL55r^>i;(C2-:;'pn-5- 
:^hP$.&«BS^py KO. 438gcJ:0. ^^JUw 

fSiKLfe^ratii!v\ sieaw^b^o. 39 3gS:# 

[0143]! H-NMR (400MHz, DMSO-dg .TMS) : d (ppm) 1.2 
l(3H,t,J=7.5Hz), 2.63(2H,q,J=7.5Hz), 7.28(lH,d,J= 
8,2Hz), 7.71(lH,s), 7.84(lH.d, J=8.2Hz) , 7.91(lH.d, 
J=8.9Hz), 8.38(lH.dd.J=8.9. 2.7Hz), 8.61(lH.d. J=2. 
7Hz) 

(mmm45) N- [4- (tert-y-h)U^^i^A 
;U.K-;U75y7x-;U) ] - (2-:7PP-5--h 
P7x :::/!/) ;5?yl/;lf^'!f S H 

( 4 - 1 e r t - y f-y^Jt^ >';&;P/1<-;^7 5 7 7 x 
yl/)7Sy(4. 47g. 21. 5 mm ol). DMA 

(50mL) '5:i^)t/^C2-^'PP-5--hPSSSBS 
^'PUhMS. 19g. 23. 6mmol)S:fi|fflL 

(6. 9 6g. 83%) intz. 

[0144] iH NMR(DMSO, 400MHz) :d 1.48 (9H, s). 

7.44 (2H. d, J=8.9 Hz). 7.58 (2H, d, J=8.9 Hz), 
7.88 (IH. d. J=8.8 Hz), 7.33 (IH, dd, J=2.8. 8.8 H 
z), 8.43 (IH, d, J=2.8 Hz), 9.34 (IH, s), 10.58 (1 
H, s);M5(FAB) m/z: 391 M* ; 

(MfeCT46) N- [4- (3-^'PP-4-;<^;U7 
x-;U) -5-^^y^f^7V'->'U-2-^;H - (2- 
^PO_5_- jsn7xx;>) 
2-75y-4- (3-:^PP-4-^f-;l/7x:^;^) 
-5-^^;l/f-7y-/^0. 368g. DMA5mL^ 



^lX(C2-:;'PP-5--hP^S#S^'py HO. 4 

0 7 get 0 . ii»Ju^issiL;t:^ffit$3!VK steaw 

^b'&ttQ. 5 10gSrt#fv:. 

[0145] iH-NMR(400MHz,DM50-d6,TM5): ^ (ppm) 2.3 
9(3H.s), 2.52(3H.s). 7.47 - 7. 52(2H,in) , 7.64-7.69 
(lH,m), 7.89(lH.d.J=8.8Hz), 8.36(lH,dd, J=8.8, 2.8H 
z), 8.56(lH,d,J=2.8Hz) 

imtmUl) N- [ (4. 5-i/'^^;U) i-TY-JU 
-2-A)V^ - (2-:J'PP-5--bP7x-/U) 

2- 757-4. 5-vV^;U^7y-;U-iSKifi0. 
182g. eU>'>5mL^^>r/tC2-^nP-5-- 
hP^ASK^'PUFO. 3 04gJ:'9. IIJ£0!l2fci£ 

^laSWk-^l^lO. 28 l gSrtf 

• [0146] lH-NMR(400MHz.D^B0-d6.TMS): ^(ppm) 2.0 
8(3H,s). 2.31(3H,s), 7.62(lH,d.J=8.8Hz) , 8.27 (IH.d 
d.J=8.8, 2,7Hz), 8.63(lH,d.J=2.7Hz) 

{mmm4s) n- (5-:ru^^rY-)v-2-^ 

)V) - (2-^^PP~-5-::^hP7x:::;^) ^/P.-K^^f 

2 - 75 / - 5 -^^^^TY-}V ' mYA^mmUO . 
677g. b-^JS/y5mL^^>t/tC2-^'PP-5-- 

mtfzmiz^w mmmit^mo. 4 28gSr# 

fz. 

[0 147] iH-NMR(400MHz,CDCl3.TMS):<^(ppin) 7.00 
(IH.s), 7.74(lH,d,J=8.8Hz), 8.38(lH,dd.J==8.8, 2.7H 
z), 8.68(lH,d,J=2.7Hz) 

{mmm49) n- (4-eui^» - (2-:^pp- 

5--hP7x«::i;l/) ;!7;p7K^'9- 5 H 

4- 75ybrUv>0. 421g. DMA 1 OmL^r4> 
l/tC2-^PP-5--hP^SSS^P'J HI . 0 8 

g i 0 . KJsw 1 i^zMmifzimm^\ mamit^ 
isssimz. 

[0148]! H-NMR (400MHz, DhBO-de , TMS) : (ppm) 6. 2 
7(2H.d.J=6.2Hz). 7.92(lH.d,J=8.8Hz). 8.37(lH.dd.J= 
8.8. 2.7Hz), 8.52(2H,d.J=6.2Hz). 8.55(lH.d,J=2.7H 

z). ll.lO(lH.s) 

mmSO) N- (3-tyix';P) - (2-^'PP- 

5- -HP7x-;l/) ;<7;l/;K=^^f5H 

3- 75yey>''y0. 321g. DMA5mL55r^>t; 
(32-^PP-5-~hP^.&S^^'PU HO. 825 

g i 0 . ^ffi^j 1 ^zamuziimizmK m^mit^ 
mo. S2 0smfz. 

[0 149] iH-NMR(400MHz.CDCl3.TMS):(^(ppm) 7.38 
(lH.dd,J=4.8, 8.3Hz), 7.69(lH,d,J=8.8Hz), 8.19(1H, 
s), 8.28- 8.31 (2H,in). 8.44(lH.dd, J=4.8. 1.4Hz), 8. 
63(lH,d.J=2.7Hz), 8.68(lH.d,J=2.5Hz) 

mmms l ) N- (6-^f-/u-h-i;i/y-2->f 
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2-r5y-6->f';H^'Ji^>0. 3 14g. DMA 

5 m L^:/c>lXtC 2 - :^ po- 5 h P$.&#i!^^ n 'J 
HO. 703gJ:0. *M^J 1 ^zBmit::^mizm\ 

[0150]! H-NMR (400MHz, DMSO-dg .TMS) : d (ppm) 2.4 
3(3H.s). 7.07(lH.d,J=7.8Hz), 7.76(lH.d.J=7.8Hz) , 
8.01(lH,d.J=7.8Hz), 8.31(lH.ddJ=8.8, 2.7Hz), 8.42 
(lH,d,J=2.7Hz), 11.21(lH,s) 

2- r5y-5-^f';^t*Ux>o. seig. dma 

^;l/=2 : Iv/v) tT«»L. 0. 506g$:t#;t. 
[0151] 1 H-NMR (400MHz, CDCl 3. TMS) :^ (ppm) 2.32 
(3H,s). 7.61(lH,dd,J=8.5. 1.9Hz) ,7.66(lH.d, J=8.8H 
z). 8.05(lH,bs). 8.24(lH.d.J=8.5Hz), 8.28(lH.dd.J= 
8.8.2.7Hz). 8.61(lH,d,J=2.7Hz), 8.76(lH,s) 

immmss) n- [4- (4-i/'>f-/i/7sy7x- 

;P) 7x:^;H - ( 2-:^PP-5-<:::hP7x:i;l/) 

4- (4-x;?<f*;UTay7x:::;l^) r::^'jyO. 22 
4g. DMA5mLJ5:^>tX{^2-^PP-5-:::hPS 

um^zmmimit-^mo . 339 sm^mtz. 

»H"NMR(400MHz,DMSO-d6JMS):^(ppiD) 2.94(6H,s), 6.8 
0(2H,d,J=8.9Hz), 7.52 (2H,d. J=8.9Hz). 7.61(2H,d,J= 
8.7Hz), 7.73(2H,d.J=8.7Hz). 7.90(lH,d, J=8.8), 8.35 
(lH.dd,J=8.8, 2.7Hz). 8.47(lH,d,J=2.7Hz). 10.72(1 
H.s) 

mmmsA) n- (r^::^7TV-5-^;w) - (2 

-^pn-5--hP7x:i;I/) ^JU^fs^^^ H 

d-T^yr-^i-yTyo. 326g, dmashil^ 

^)yffc2-^'PP-5-::^bP3c.&Si?^'PUH0. 2 

6 7 g i 0 . Mfif?j 2 1 mm^^m^zx o . sibs w^t 

^mo. 33 5gS:^#^c• 

[0152] iH-NMR (400MHz. DMSO-dg .TMS) : 5 (ppm) 3.3 

5 - 3.42(4H,in), 7.34 - 7.37(2H,in) .7.49 - 7. 54(lH.ni) . 
7.78 - 7.83(2H,iD). 7.92(lH,d. J=8.8Hz) . 8.36(lH,dd,J 
=8.8. 2.7Hz). 8.56(lH.d.J=2.7Hz). 10.63(lH,s) 

{mtm55) N- (3-^yy«/p) - (2-^^pp 

-5-:::bP7x-;l') 

3- 7iy^yVyO. 377g. DMA5mL^4>l^ 
Cc2-^^PP-5-::^hP3c.i«K^'P'JK0. 6 33 

g ct 0 . ussfi^j 2 1 nm^j:iimizx o . sibb w^-^it* 

0. 555 gi:nfz. 



[0153] 1 H-NMR (400MHz, Dl^O-de, T^^5) : ^ (ppm) 7.6 
2(lH,d,J=8.0Hz). 7.71(lH.dd.6.8.8.3H2). 7.94(lH,d, 
J=8.8Hz). 8.02(2H.dd.J=8.8. 8.0Hz). 8.39(lH,dd, J= 
8.8,2.7Hz). 8.61(lH.dJ=2.7Hz), 8.86(lH,d, J=2.4H 
z). 9.00(lH.d.J=2.4Hz). 11.22(lH.s) 

(mm\5e) n- (5-^y'j-;u) - (2-^pp 

-5-:ihP7x:i;^) ;!r/P7K^^?-5 K 

5-r^y^yUyO. 3 26g, DMA5mL^^>t/ 
(C2-:^pn-5-:::bP$A#g^py HO. 547 
g i 0 . *]!ifiW2 1 ^m^j:m^zX 0 . ^iBSW^b^Jt«9 
0. lOAsi^z. 

[0 154] lH-NMR(400MHz.D^60-d6,T^6):<5(ppm) 7.6 
2(lH,dd,J=8.6, 4.1Hz). 7.81-7.99(3H.ffl). 8.38(lH.d 
d.J=8.8. 2.7Hz), 8.59(lH.d.J=8.6Hz). 8.67(lH.d.J= 
2.6Hz). 8.%(2H.d.J=4.1Hz). 10.88(lH.s) 

(mmm5 7) n- is-^y^jz^iji) - (2-^pp 

-5-:::.bP7x-;l/) H 
S-rSy^yyyO. 326g. DMA5mL^^>t/ 
(C2-^J'Pn-5~^HPSASe^py HO. 525 

gcto. ^ifiW2i:[ii«^:^s(cj;o. muBmit^m 

0. 634gS:f#/.:. 

[0 155] iH-NMR(400MHz,DM50-d6.TMS):^(ppm) 7.6 
4-7,71(2H,in), 7.81(lH.d. J=7. IHz), 7.91(lH.d. J=8.8 
Hz). 8.86(lH.dd.J=8.8. 2.7Hz). 8.46(lH,d.J=8.3Hz), 

8.55(lH,d,J=2.7Hz). 8.74(lH.d.J=7.5Hz) . 8.93(1H. 
d.4.2Hz). 10.85(lH.s) 

(llte^J58) N- (4-rSy7x~yl/) - (2-^ 
pp-5--HP7x:i;U) :^JU^^^^i H • liSSSig 
mmm4 5X'WmUz^- [4- (tert-r^;P:t 
^i^;5?;ki<:::;Pr5y7x::.;l/) ] - (2-^'pp-5 
--HP7x-/^) H (5. 6 0g. 1 

4. 3mmo 1 ) . i^:^^Vy (65mL) i3j:t/4- 

mit^m/i^'^^v-ym ( i omD imt. m 
mm8izimuzifmizm\ mamit^m (4.6 

2g. IR^9 9%) imz. 

[ 0 1 5 6 ] iH NMR(DM50. 400MHz) :d 7.34 (2H, d. 
J=8.8 Hz). 7.78 (2H. d. J=8.8 Hz), 7.99 (IH, d, J= 
8.8 Hz). 8.35 (IH. dd. J=2.8. 8.8 Hz). 8.48 (IH. 
d. J=2.7 Hz). 9,91 (IH. s). 10.89 (IH. s); 

mm59) N- {^v^yvy-i->(fU) - (2 
-:^pp-5--HP7x:i;l/) ;&;^;K^-t5H 
1-TSy^y^yyyO. 394g. DMA5mL^ 
^iL^(C2-^PP-5-::ihPS.&#S^PU HO. 7 

5 2 g J: 0 . mmm 2 1 m^j:iim^zx 0 . mmmt 

^mo^ 5 99g2rt#7t. 

[0157] iH-NMR (400MHz. D^50-d6,T^B) : d (ppm) 7.8 
0(lH.d.J=8.8Hz), 7.89 - 7.97 (2H,ni), 8.03 - 8.06(1H, 
m). 8.22(lH.dd.J=8.8. 2.7Hz). 8.37(lH.d. J=5.6Hz), 
8.56 - 8.59(lH.in). 8.64 - 8.65(lH,iii) 

(mmmeO) N- (2--XH^v;<?;i/d<-;Uf5>^y 
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-3-^)1) - { 2-9uu-5-~VX37 x~)V) i] 

0. 338g. DMA5mL'5:ic)tXlC2-^'00-5- 
-Hn$,&SS^oUHO. 58 3gJ;'9, IIJ6(JiJ2i: 

wm-nm,zi o . ^lesw^c-^o . e i ? g 

[0 1 58] iH-NMR(400MHz,CDCl3,TNB):5(ppiD) 4.07 
(3H,s). 7.67(lH,d,J=8.8Hz), 8.30(lH,dd,J=8.8, 2.7H 
z). 8.49(lH.d,J=2.3Hz). 8.53(lH,d,J=2.7Hz), 8.59(1 
H,d.J=2.3Hz). 11.32(lH,s) 

(IIM6 1) N- [4- (3--hn7x-;W) 
y-;W-2-^;l/] - (2-^'on-5--hn7x- 

2-r5y-4- (3--bo7x-/i^) f-rv-/!/ 

0. 439g. DMA5inL^^,t/(C2-^'DO-5- 
-bn^,&#i!^oUHO. 5 24 g J: 0. llifeM2tc 
ia«2Uc^i«fctii!V\ i(ie@W<b^!|5jO . 7 2 8g^ 

CO 1 59] iH-NMR(400MHz,DMSO-d6.TMS):^ (ppm) 7.7 
6(lH.t.d=8.8Hz). 7.92(lH,d,J=8.8Hz), S.lKlH.s). 
8.20(lH.dd,J=1.2. 8.8Hz). 8.39(2H,dd.J=2.8. 8.8H 
z), 8.63(lH,d.J=2.8Hz), 8.76(lH.t,J=2.ffllz) 

- (2-:5'DD-5--hQ7x-/p.) ^iVif-^^^Y 
5-75/-2-7aDtry i^'yO. 257g. DMA 
5 m L ^ <;> 2 - ^7 OD - 5 -- f> a$,ftSS^' n ij 
KO. 5 28gJ:i3s ll*fiM2lCiei{Lfc*atfi!V\ 
SI2@ Wt^ltO .554 gOi^ftSrfl^c, 

[0160]' H-NMR (400MHz. DMSO-ds .TMS) : 5 (ppm) 7.5 
7(lH,d.J=8.8Hz). 7.92(lH,d,J=8.8Hz), 8.20(lH,dd,J= 
2.9, 8.8Hz). 8.37(lH.dd.J=2.9. 8.8Hz), 8.56(lH.d,J 
=2.9Hz), 8.71(lH.d,J=2.9Hz) 

(IIM0I16 3) N- (4-.Xf-;P-3--hae'J>''>' 
- (2-:J'nD-5--hn7x-;U) 

2-75/-4-.><^;l'-3--hntrU^>0. 30 
6g, DMA5mL^rW{C2-^'Dn-5--hnS 

nm^^ a 'J HO. 528gJ:0. USSM 2 \,zim Ltz 

umzu^K musmt-^o. 482goigftS:# 

[0161]' H-NMR (400MHz, DMS0-d6 ,TMS) : d (ppm) 7.5 
l(lH,d,J=5.0Hz), 7.90(lH.d,J=8.8Hz), 8.26(lH,d,J= 
2.8Hz), 8.38(lH,dd,J=2.8, 8.8Hz), 8.56(lH,d,J=5.0H 
z) 

i^mm64) 2. 5-t'x (2-^'nn-5-:ihn 
A;yy'>f;U75y ) trtlx'y 
2, 5->''75ytrU j^'>'2iBKJS0. 182g, hV 
X^lUT^yO. 335mL, DMA 5 mL^(5i;flc2 
-^'UD-5--hD3c-@,#i?^'nUH0. 528gJ: 



0, ^ifef5!ij2(cie«L?t:^{cfi!u. iseaw^i:^ 

0. 25 4sC0m&mfz. 

[0162] >H-NMR(400MHz,D^BO-d6,TMS): d(ppin) 7.8 
7(lH,d,J=8.8Hz), 7.92(lH.d,J=8.8Hz), 8.17(lH.dd,J= 
3.0, 8.8Hz). 8.25(lH.d,J=8.8Hz), 8.33(lH.dd, J=3.0, 

8.8Hz), 8.36(lH,dd,J=3.0. 8.8Hz), 8.48(lH.d,J=3.0 
Hz). 8.54(lH,d.J=3.0Hz). 8.71(lH.s), 10.%(lH.s), 
11.30(lH,s) 

(IISt^J6 5) N- (4-;<^fl'\^Vi=Jy-2-^ 
Jl') - (2-^'Da-5--ho7x-;l') 
5h' 

2- 7S.y-4-^^ll'\^0i'JyO. 2 18g, DM 
A 5mL^<imc2 -:?nn- 5 -- hnS,&#gr:7D 

';ho. 528gj:9. mm2 iztsmviiimiz^ 

v\ mismt^o. 3 4 1 8(r>^^gmfc, 

[0 163] iH-NMR(400MHz,DMSO-d6.TMS):5-(ppni) 7.1 
OdH.s), 7.84(lH.dd.J=3.0, 8.8Hz), 8.30(lH,dd, J=3. 
0, 8.8Hz), 8.45(lH,d,J=5.2Hz), 11.39(lH,s) 

(mmmee) n- (2-^h^i^;<:r;nf-;i^^^7x 

y-3-^/l') - (2-^'OD-5--l>D7x:i/l') 

3- 757 t:t7xy-2 - ^)Vif^y^^ ^jV:JiXTlV 
0. 3 14g, DMA5mL^r4)t/(C2-^'PO-5- 
-hD^,&#K^ni; HO. 5 28gJ:0. llitWI2t 

lemLfc^SK^ev^. miasw^t-^o .590 g<oife 

[0 164] 'H-NMR(400MHz.D^B0-d6,TMS):5(ppln) 7.9 
3(lH,d.J=8.6Hz). 7.96-8.03(2H,B), 8.39(lH,dd.J=3. 
0, 8.6Hz), 8.56(lH,d.J=3.0Hz). 10.67(lH.s) 

7 ) N- ( 6-.?< V^'yKyY'i'7V-)V- 
2-^JU) - (2-'S'uu-5-~hoyx-/l') Afl' 
H 

2-7iy-6-^h^i^^yY^7'/-ll'0. 360 
g. DMA5mL^4)rX(C2-:J'OD-5--HDSS 

ifmovvo. 5 2 8sX'o. m^m2izisMifzi} 
mizm\ masmt^mo . 577 sm^mtz, 

[0165]' H-NMR(400MHz. Dh60-d6 , THS) : 5 (ppm) 7. 0 
8(lH.dd.J=2.8. 8.8Hz). 7.65(lH.d.J=2.8Hz). 7.71(1 
H.d,J=8.8Hz), 7.92(lH,d,J=8.8Hz), 8.39(lH,dd.J=2. 
8, 8.8Hz). 8.64(lH,d.J=2.8Hz) 

(SI)5feM68) N- {6-'?X3uKyY^7Y-fU-2 
-AlV) - (2-^'OD-5--Hn7x-;P) illV-ilf. 
^•9-5 H 

2-75y-6-^'nD'<.yy-?-7y'-yU0. 3 68 
g, DMA5mL^4.mc2-^'Pn-5--Ho^,i. 

Si?i?o»JH0. 5 2 8gJ:0, ll»J2(clS«{LJt:fr 

m^zm.\,\ ? 5 1 s<n>^^mfz. 

[0166] »H-NMR(400MHz,Df6O-d8.THS) : 8 (ppn) 7.5 
2(lH,dd.J=2.8. 8.8Hz). 7.81(lH,d,J=8.8Hz), 7.94(1 
H.d,J=8.8Hz), 8.22(lH.d,J=2.8Hz), 8.40(lH.dd,J=3. 
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0, 8.8H2), 8.66(lH,d.J=3.0Hz) 
{mme9) N- (4-^pn^yv>ry-y|/-2 
— - (2":;'pn-5-:ihD7x-;^) AJ\^f^ 

2-T^y-4-i^uuKyY'^r'/-)U0. 36 8 

DMA5mL^:^mc2-^no-5--hP?cA 
SS^nUKO. 5 28gJ:'9. IIJfie?>J2fciai8Uv:^r 

[0167] iH-NMR (400MHz, D^60-d6 JMS) : d (ppm) 7.3 
8aH,t,J=7.8Hz). 7.59(lH,d,J=7.8Hz), 7.93(lH,d,J= 
8.6Hz). 8.06(lH,d.J=7.8Hz). 8.40(lH.dd.J=3.0. 8.6H 
z), 8.67(lH,d,J=3.0Hz) 

{mmmio) n- (6-7;i/:tn<yy'^7y-;u- 
2-^)U) - (2-^'nn-5--ho7x-;i/) ;<r;l/ 

2- T5y-6-7;l/^n^yVf-TV-;U0. 3 36 
g. DMA5mL^/^l/tC2-^pa-5-:^hnSS 
SKi^PUHO. 5 2 8gJ:0. jlJfeW2tcia«JL;^c^r 

C 0 L 6 8 ] 1 H-NMR (400MHz, DMSO-dg JMS) : d (ppm) 7.3 
W.39(lH.m), 7.80 - 7.88(lH.in),7.94(lH.d,J=8.8Hz). 

7.96(lH.dd,J=3.0, 8.8Hz), 8.40(lH.dd. J=3.0, 8.8H 
z),8.66(lH.djJ=3.0Hz) 

)V-3-^)V) - (2-:?'PP-5-— hP7x-;l') 

3- 75y-4-xh^i/;?;^;P;f::i;^t'7V'-;W0. 3 
lOg. DMA5mL=5:Wt2-^'PP-5-:ibP 
SS#^^nyKO. 528gJ:0. ^Sfi(5iJ2tlSSiL 
?t:^ffitt^v\ Sisaw^k-^^^go .579 gcOfSSSrft 

[0169] 1 H-NMR (400MHz, DMSO-dfi .TMS) : 8 (ppm) 1.2 
9(3H,t,J=7.2Hz), 4.28(2H,q,J=7.2Hz), S.lKlH.s), 
7.92(lH.d,J=8.8Hz). 8.38(lH,dd, J=2.9, 8.8Hz), 8.66 
(lH.d,J=2.9Hz) 

mm72) N- (5-7x:::;Uf7r-;^-3-^ 
- (2-^'PP-5-:::hP7x:::yU) 

3-7 5y-5-7x:i;l/e^y'-/^0. 318g.D 
MA5mL^/it/tC2-^PP-5-:ihP ^.ftSB? :7 

V\ SieSW^b^WO. 6 3 6gc^teft?:t#/::o 
[0170] 1 H-NMR (400MHz, DMSO-de .TMS) : <^ (ppm) 7.0 
6(lH,s), 7.34-7.52(3H,m), 7.87(lH,d,J=8.8Hz) , 7.7 
8(2H.d.J=7.8Hz), 8.32(lH,dd, J=3.0, 8.8Hz), 8.41(1 
H.s),11.28(lH,s) 

(^J5fel?lJ7 3) N- (3, 5-i^^h^i^\^V^i^y- 

2-^;U) - (2-^^pp-5-::^hP7x-;u) 
2-757-3, S-'J^h^i^^^'Jii^yO- 310 



g. DMA5mL55:^l^Cc:2-^PP-5-:zbPS,& 
tiS^'PUKO. 5 2 8gJ:0. ^j5feCT2t^E®L^v!^r 

[0171] lH-NMR(400MHz,D^B0-d6.TMS): ^(ppm) 3.5 
8(6H, s), 5.90(1H, s), 7.83(lH,d,J=8.8Hz), 8.26(1 
H,dd,J=2.7, 8.8Hz), 8.36(lH,d. J=2.7Hz). 11.38(1H. 
s) 

mmmiA) N- {3. 5->^'^^;Ptry Si/>-2 

--^/l/) - (2-:?^PP-5--hP7x-;^) 

2-75y-3, 5-y^f^;H^U5xyO. 246 
g. DMA5mL55:^>lX(^2-^^PP-5-:ihP^S 
#BJ^PUH0. 528gJ:0. IISfefi^J2tlBB{Uv::fir 

mzm\ mmmit^o. 1 59 sm^mti. 

[0172] iH-NMR(400MHz,D>B0-d6.TMS): (^(ppm) 2.2 
5(6H,s), 6.86(lH.s), 7,80(lH,d.J=8.8Hz) . 8.27-8.3 
3(2H,m), 11.28(lH,s) 

i^mmis) N- ( s-^^pp^yv^r^ifv-yi- 

2-^)1) - (2-^^PP-5-::^hP7x-;^) /jJi^ 

2- Tiy-5-^auKyY:^^^Y-)V0. 33 6 
g. DMA5mL^^.tX{c2-^PP-5--bP^E 

mmavvo. 5 2 8si^. mim2^zimuzif 
mizm\ mmmt-^o . sss s(o^&i:Vifz. 

[0173] 1 H-NMR (400MHz, D^B0-d6.T^B) : d (ppm) 7.3 
5(lH,dd,J=2.2, 8.8Hz). 7.69(lH,s). 7.70(lH,d, J=8.8 
Hz), 7.91(lH.d.J=8.8Hz), 8.37(lH,dd.J=2.2. 8.8Hz), 

8.61(lH,d,J=2.2Hz) 

immie) N- (4-;<b^x;<7;U7K::^;^f-:t7x 
y-3-^;P) - (2-:^PP-5--hP7x:^;^) 

3- 7Sy-4-^h^>';*;U.-K-;l^f';1-7xy ' tgi? 
igO. 386g. h'Jx^;P7ay0. 33 5mL. D 
MA 5 m L^^>l/t 2-:^PP-5--h pS.&SK^?' 
PUKO. 5 28gcl:0. 5ll5t0iJ2(ciE«L7t:frffitt^ 

v\ mmamt^mo .546 gcofe^^f#/L\ 

[0174]! H-NMR (400MHz, D160-d6 , T^B) : <y (ppm) 3. 8 
4(3H.s), 7.92(lH,d.J=8.7Hz). 8.08(lH.d,J=2.9Hz). 
8.38(lH,dd.J=2.9. 8.7Hz), 8.44(lH,d,J=2.9Hz) , 8.53 
(lH.d.J=2.9Hz), 10.54(lH,s) 

(^»J7 7) N- (5-/P^tiJSxy-2--^ 
;U) - (2-:^^pp-5--hP7x-;l/) 

2-7$y-5-yP^f'JSi^>0. 348g. DM 
A 5 m L ^: A, m;: 2 - P P - 5 - b P $,&SB? P 

uKo. 528gj:o. mmm2^ztimuziTmizu 
v\ sieawfL^ii^o .54 1 gm^mrz. 

[0175] iH-NMR(400MHz.DM50-d6.TM5): ^(ppm) 7.8 
4(lH,d.J=8.8Hz). 8.32(lH,dd,J=2.9, 8.8Hz), 8.41(1 
H,d.J=2,9Hz), 8.83(2H.s), 10.65(lH.s) 
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(IIM0I78) N- (4-^'00-6-;^f-;Pf USi^' 
y-2-'f/l/) - (2-^'OQ-5--l-P7x-/l') 

2-7*5y-4-^'nD-6-;Xf-;H^i;5i;>'0. 2 
87g, DMA5mL^f>tr{c2-^'DD-5--hn 
mmmi^ novo. 528gi:0. HiSi?!! 2 tismL 
fe^rffitt¥V\ Sie@Wfli^!i?!lO. 3 3 6g<0^aS:# 

[0176] 'H-NMR (400MHz. DMSO-ds.TMS): 5 (ppm) 2.3 
4(3H,s), 7.31(lH,s), 7.83(lH,d.J=8.8Hz), 8.31(lH,d 
d,J=2.9. 8.8Hz), 8.39(lH,d.J=2.9Hz), 10.67(lH.s) 

(IIJfi^J7 9) N- [3-;&/^;Kx^^v-4, 5. 
6. 7-f bvt Fn'<.>'V [b] f-7j-7xy-2-^ 
;H - (2-:7no-5--h07x-/W) 

2-TSy-3-;*;P-1fxh^i^-4, 5, 6. 7 —f 
h7t HP^yy [b] ^;r7x>0. 451 g. DM 
A 5 m L^<i>t/fc 2 - ^'on - 5 h o^SSKi^o 
UHO. 528gJ;>), HMfi^ 2 

[0177] iH-NMR (400MHz. DMSO-de .TMS) : 8 (pp«) 1.2 

9(3H,t,J=7.3Hz), 1.70 - 1.82(4H,ni). 2.63 - 2.80(4H. 
n), 4.26(2H,q.J=7.3Hz). 7.94(lH,d.J=8.8Hz). 8.40(1 
H.dd,J=2.2. 8.8Hz). 8.56(lH.d.J=2.2Hz), 10.65(1H. 

s) 

(mmmo) n- ( 3--hofiji^'y-2-^;i^) 

- (2-^'nD- 5--ha7x-;l/) H 
2-r5y-3--hPt'J>'>0. 278gsDMA 
5 m L^(i>mc 2 - ^' PO- 5 hPgf-Sffi^' P U 

HO. 528gj:o. 5isii?y 2 izimucum^zmK 
mumit^o. 4 05g«oteflsf#^. 

[0178] iH-NMR (400MHz. DMSO-dg .TMS) : S (ppm) 7.5 
9(lH.dd,J=4.8, 8.1Hz). 7.92{lH.d,J=8.8Hz) , 8.32(1 
H.d.J=2.9Hz). 8.39(lH,dd,J=2.9. 8.8Hz), 8.51(lH.d. 
J=8.1Hz), 8.77(lH.dd.J=1.5. 4.8Hz). 11.97(lH.s) 

(mMMSl) u- (4. 6-i/':?poi^'JSi^'y-5 
-A)V) - {2-9uu-5--Vuy x~)V) ;5r;U--K 

5-r5y-4, 6->'':7PnfiJ Sv'yO. 326 

DMA5mL^r<^.tX(C2-^PP-5--hPS,i. 
#B?^P'JHO. 5 2 8gJ:0. l?Jfi(?ll2tcfSS{t:t:^r 

[0179]' H-NMR (400MHz. DMSO-de ,TMS) : d (ppm) 7.9 
6(lH,d.J=8.8Hz). 8.35(lH.d.J=2.9Hz), 8.41(lH.dd.J= 
2.9, 8.8Hz), 8.96(lH,s). 11.32(lH.s) 

(USSfFiJS 2 ) N - ( 1 ^)VKyX^ S rV- 2 - 
'f/l^) - ( 2-^'PP-5--hP7x-;l') 

2-r5/-l-;< X-^ * :J^V-;i^ ( 7;i- Y <J 
•yf-ttiPBRiRi, 0. 2 94g, 2. Ommo 1 ) 2:DM 



A(5mL)t}fPL. 2-7oo-5--hP^,f.# 
i?:?PU F (0. 5 28g. 2. 4mmo 1 ) $rJa;iT 

(5mL) . * (20mL) SrjDX, ^tttWim^Wi 
t, ^KtJJitXv'f y7*Ptf;Ux-r;l'-C;^??, MEteJ^ 

fcffissogieiw^c-^ ( 0 . 4 3 8 g ) mtz. t# 
^>ti^fflg!«efl<j-ffc-&!t*i (0. 4 38g) i^vi/y 

2:1. v/v) ^fflv^T^sL, msismt-^ 

(0. 04 3g. 1R^7%) Srtf/i, 

[0180lRf 0.40('v^-9->':Sl?x^;k 1:1. v/ 

v); 

iH-NMR(400MHz.DM50-d6.TMS) :& 3.68 (3H. s), 7.24- 
7.34 (2H, n). 7.53-7.59 (2H, m), 7.80 (IH. d. J=8. 
8 Hz). 8.25 (IH, dd. J=2.9. 8.8 Hz), 8.66(1H, d, J 

=2.9 Hz); 

MS(EI) m/z: 330 M*; 

(mmmss) N- (4, 6-i^'^'PPtrUSv'y-2 
-•^;l^) - (2-^'PP-5-:::hP7x::^;l') ;{f;P--K 

2-TS/-4, e-i^'^'PPtrySi^y (T/PKU-y 
^ttiPIEd?!, 0. 328g, 2. 0mmol),DMA 
(5mL) ^^>yftC2-^'aP-5--hPS,ft#i?^? 
py H (0. 5 28g, 2. 4mmo 1 ) S-ffiffltT, 

(CfSWttW^K (5mL).7k(20inL) ^MlX^t 

fzmi^i^mt. Tkfeii/xMvrpi^/i^x-T/p-C'a 
imtmbxmnsm-m ( o. 3 6 3 g . jr* 

5 2%) S-tf/c. 

[ 0 1 8 1 ] Rf 0.61('s^^?-y:»iSX^;U. 1:1. v/ 
v); 

'H-NHR(400MHz.DMS0-d6.'rMS) :S 7.71 (IH. s). 7.85 
(IH, d, J=8.8 Hz). 8.34 (IH, dd, J=2.9. 8.8 Hz), 
8.45(1H, d, J=2.9Hz), 12.02 (IH, s); 
MS(EI) m/z: 347 (M + H)': 

{mm84) N- ( 5-7P^:-3--hPtfi;i;y 
-2-'f;l^) - (2-^PP-5--HP7x-;l/) /! 

2-Tsy-5-7D^:-3--hDe';->'y (t/i-h 

'J y^ttTPiSfl, 0. 4 36g. 2. 0mm o 1 ) , D 
MA (5mL) ^^mz2-9aa-5-~hti^iMM 
K^J'pDH (0. 6 6 0g. 3. Ommo 1 ) $-ffifflL 

•c, ^^^6fi^J2{clE«u/c:^{c^^^v^, meaw^t-^ 

(0. 47 7g, 1R$5 9%) Srtlfc, 

[0182] Rf 0.20('\df1?-y:i^X^;h 2:1, v/ 

v): 

iH-NMR(400MHz,DMSO-d6,TMS) -.d 7.92 (IH, d, J=8.8 
Hz), 8.33 (IH. d, J=2.9Hz). 8.39 (IH, dd, J=2.9. 

8.8 Hz), 8.80(1H. d, J=2.2 Hz), 8.95(1H. d, J=2.2 
Hz). 12. 10 (IH, s): 
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MS(EI) m/z: 400 M* ; 

)V) - (2-^no-5-::ihn7x:=.;U) 

2-757-1, 3, A-^Ti^TY-}V {%mtm 
IKp°p. 0. 202g. 2. Ommol). DMA ( 5m 
L ) ti: hmz 2-^ua-5-:2.h n^S#K^ o 'J K 
(0. 528g. 2. 4mmol) ^ffifflLT. HJfeM 

2tie«!Uc:^r&tct^vv SIBSW^I:^??!! (o. 4 89 

g. IR$8 6%) ^:tf/L\ 

[0183] iH-NMR (400MHz. DMSO-de JMS) : d 7.92 (1 
H. d, J=8.8 Hz), 8.39 (IH, dd, J=2.9, 8.8 Hz), 8.6 
5 (IH. d. J=2.9 Hz), 9.31 (IH, s); 
MS(EI) m/z: 284 ; 

mmse) N- (2, 1. 
)V-A-^)V) - ( 2-^'on-5-^hn7x-;l/) 

4-TS/-2, 1, 3-^yyf^r>^'rv-;Km^ 

ftfiSlPIRfp. 0. 3 0 2g. 2. 0mm o 1 ) . DMA 
(5mL) ^^>t^tC2-^^an-5--ho$.t#K^^ 
nUK (0. 5 28g. 2. 4mmo 1 ) SrffifflLT. 

mmm2\ztmLfz-m^zw^\ giBBW^b^ (o. 

56 Ig. JR$84%) Srff/::. 

[0 1 841 iH NMR(CDCl3, 400MHz,TMS) :d 7.70 (1 
H, t, J=8.8 Hz). 7.73 (IH, d, J=8.8 Hz), 7.80 (IH, 

d. J=8.8 Hz), 8.33 (IH, dd, J=2.9, 8.8 Hz), 8,66 
(IH.d. J=8.8 Hz). 8.76 (IH, d, J=2.9 Hz), 9.39 (1 

H, br); 

MS(EI) m/z: 334 ; 

{%mmSl) N- [4 - [4- {tert-rV^iy 
:<?;U*:-;^rsy ) y3L=^}V] 7x-;l/] - {2-9n 
P-5-:::hn7x-/U) A)Vif^^^^ K 
4- [4 - ( t e r t-7'h^i/;«;l/7K-y^TSy ) 7 
x:i/l/] T—Uy (Synth. Commun. , Vo 

I. 28, 1998. 963) (0. 284g. 1. 0 
mmo 1 ) . DMA (5mL) ^^t/(2 2-^^00- 5 
-ahP^.&SSg^'oUH (0. 264 g. 1. 2mm 

o 1 ) ^ffifflLt. mmmztmLfz-m\.zvt\\ m 
timit^io. 335 mi 2%) mtz. 

[01851 iH-NMR (400MHz, DMSO-de.TMS) : d 1.49 (9 
H. s). 7.52-7.62(4H, in), 7.65 (2H, d, J=8.8 Hz), 
7.77 (2H. d. J=8.8 Hz), 7.90 (IH. d, J=8.8 Hz), 8. 
35 (IH. dd. J=2.2, 8.8Hz), 8.49 (IH. d, J=2.2Hz). 
9.43 (IH, s), 10.77 (IH. s); 
MS(EI) m/z: 467 (M + H)*; 

{mmmSS) N- [4- (4-T5y7x:::;U) 7x 
-/P] - (2-:^np-5--hn7x-;U) ;<^/Ud<^ 
•tSK • liggaS 

mmSlX-^Lfz. N- [4- [4- {tert- 



(2-^PP-5-:ibn7x:i;^) :^)V^^^^i Y 
(0, 200g. 0. 427 mmo!) ^ 1 NJB>(bkS 

/I. A-i^it^^ymm{2m\.) lizmm^^. lii 
^mLfz. mwi^:^'f-)VJi-T)VTmiLxmm 

(0. 13 Ig. IR$7 6%) iWz. 

[0 186] 1 H-NMR (400MHz. D^B0-d6.T^tS) : d 7.32 (2 
H. d, J=8.1 Hz). 7.70 (2H, d. J=8.8 Hz), 7.73 (2H. 

d, J=8.1 Hz). 7.81 (2H. d, J=8.8 Hz). 7.91 (IH, 
d, J=8.8 Hz), 8.36 (IH. dd. J=2.9. 8.8 Hz). 8.49 
(IH. d, J=2.9 Hz). 10.85 (IH. s); 
hB(EI) m/z: 367 (M - HCl)*; 

{mmmQ9) N- (6-:7PPtfU^x>-2->f 
}V) - (2-^'PP-5~::.bP7x-/^) ^JVif-^'f 
5H 

3-r5/-6-:;^ppb'U:/>''y (yy:^:^^-mi 
0. 259g. 2, 0mm ol). DMA (5m 
L) JSr^>mi2-^PP-5-:ihPSS#S^^PU F 
(0. 528g. 2. 4mmo 1 ) SrfigfflLT. ^Jft^J 

2izmmbfzijmizm\\ WMimi\:^^ ( o . 513 

g. IR*8 2%) SrfffCo 

[0187] Rf 0.46(^^r'!f>':i^Sx^;k 2:1, v/ 
v): 

iH-NMR (400MHz. DI^O-de.TMS) :d 7.90 (IH, d. J=8.8 
Hz). 8.00 (IH. d. J=8.8 Hz), 8.36 (IH. dd. J=2.9, 
8.8 Hz). 8.50 (IH, d. J=8.8 Hz). 8.58 (IH.d. J=2.9 
Hz). 12.10 (IH, s); 
MS (FAB) m/z: 313 (M + H)\- 

{mmi9 0) N-(6- (4-7;i/?rp^yx>) < 
yyf-7y-;^-2->fyi')- (2-^'pp-5--^ 

P7x:i;l/) ^Jl^^^V^ H 

6- (4-7/U':tP^>'i^Vl/) -2-TiyKyYi-T 
Y-JU (Chem. Pharm. Bui 1 . , Vol. 
40. 1992. 2055) (0. 258g. 1. Om 
mo I ) . DMA (5mL) ^^>1^(I2 -^^ PP- 5 - 
-hPS<&#i?^'Py H (0. 264g. 1. 2mmo 

I ) srffifflLT. mmm2iz9muzumizm\ sie 

Bmitm(0. 3 1 5g. 1R$3 6%) 
[0 188]Rf 0.45(^^^?•y:»Sxf';^. 2:1. v/ 
v); 

iH-NMR (400MHz. DNBO-de. IMS) :d 4.07 (2H. s). 7.12 
(IH, d. J=8.8 Hz), 7.14 (IH. d. J=8.8 Hz), 7.30-7. 
36 (3H, m), 7.72 (IH, d. J=8.1 Hz). 7.92 (IH, d, J 
=8.8 Hz). 8.39 (IH, dd. J=2.9. 8.8 Hz), 8.64 (IH. 

d, J=2.9 Hz): 

^B(FAB) m/z: 442 (M + H)*; 
(^Sfi<5lJ9 1) N- [4- (6-r-lrhdfv-2. 5. 
7. 8-rh7^^/U-4-:t^y^'Pvy-2->f;W 
:<h^i^) 7x:::;^] - ( 2-^'pp- 5-:ihP7x 
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4- {6-T^h^>'-2, 5, 7, 

(0. 787g. 2. Ommol). DIVIA(5mL) 
^^5^/t2-^no-~5-:ih nS.tSK:^ n U F 
(0. 528g. 2. 4mmo 1 ) SrffifflLt. %mm 

2\.ztmLfz'm\iZisb\ 'mmumit^ ( i . 
1 7 g ) mfz. n^ixtzmmcrymu^mit-^m ( o . 

6 1 2g) ^;<:^y-;K5mL) SB^^JgS 

uc* ^tfzmw^bYs.Lx^9j-Mzxmmk. m 
EmiLxminmit^ ( o . 4 s e g. 3 

%) ^ff^v!. 

[0 1 89] Rf 0.14(^^r^f>'*Kxf';k 2:1. v/ 
v); 

iHNMR(CDCl3, 400MHz, TMS) :d 1.52 (3H,s), 2.09 (3 
H.s), 2.13 (3H.S), 2.36 (3H,s), 2.42 (3H,s). 2.71 
(d, IH, J=16.0Hz), 3.10 (d, IH, J=16.0 Hz). 4.03 
(d, IH. J=10.3 Hz), 4.14 (d. IH. J=10.3 Hz), 6.93 
(2H, d, J=8.8Hz), 7.53 (2H, d, J=8.8 Hz). 7.65 (1 
H. d. J=8.8 Hz), 7.79 (IH. br). 8.26(1H. dd. J=2. 
9. 8.8 Hz). 8.62 (IH. d. J=2.9 Hz): 
MS(FAB) m/z: 567 (M + H)^ 
(IIM0JJ92) N- [4- (6-tHn^v-2. 5. 
7. 8-Th7;<^/l/-4-:t^y^'nvy-2->f;l/ 
7x:i;H - ( 2 -^^PP- 5--b07x 

mm9ix'm^Lfz. n- [4- {e-r^v^i^- 

2. 5. 7, 8-f h^;^f-/^-4-:t^y^'PVy- 
2-^;Mh^>') 7xr.;W] - (2-^PP-5-~ 
Vuyj.:=.)V) ^}V7fs^^^ Y (0. 342g. 0. 6 
0 3mmo 1 ) i:<^J-)V (6mL) tC^^SS-fr. 2 
5 w t % ^ h y ^ A ^ h ^ K - .X y UfgJS $: ^-^fi 
2jDi.T2mraJWf*L/::. R^E?S(ii^K^jDtT. 

mis mTmmthv^j^vnmi. mr. mm^ 
nc:>tifzm&ii^v:^yji^yj^^^^hy 

^7>f- (^^rif>':ifKxf^;|/. l:l.V/V)Sr 
ffll^T»iiL. «ESe«LTSiBBW<l:^!R!l (0.15 
3g. iR*4 8%) inrz. 

[0 1 90] Rf 0.48(^^'ry:»etX^;k 1:1. v/ 
V); 

iH-NMR (400MHz, DMSO-ds.T^B) : d 1.40 (3H,s), 2.05 
(3H.S). 2.15 (3H.s),2.44 (3H,s). 2.69 (d, IH. J=l 
6.1 Hz), 3.00 (d. IH. J=16.1 Hz), 4.09 (d.lH. J=l 
0.3 Hz). 4.13 (d. IH. J=10.3 Hz). 6.97 (2H, d. J= 
8.8 Hz), 7.60 (2H, d, J=8.8 Hz), 7.88 (IH, d. J=8. 
8 Hz), 7.92 (IH, br), 8.33 (IH. dd. J=2.9, 8.8 H 
z). 8.44 (IH, d, J=2.9 Hz), 10.57 (IH, s): 
MS(FAB) m/z: 525 (M + H)^ 
(mm93) N- [4- [4- (;^:5^y;^/U;^-;l^7 



5y) 7x-;H 7x:::yH - (2-^'np-5--h 
n7x:^y|/) H 

mmmssxm^UzN- [4- (4-r5y7x:^ 

;^) 7xX;l/] - ( 2-^^PP- 5-XhP7xX;|/) 
^Jl'Tf.^^^V • imm^ (0. 4 04g. 1. Omm 
o 1 ) SrDMA (5mL) hUxf-yl^TSy 
(0. 279mL. 2. Ommol). yxjUnt^:^^ 
/I^^pU H (0. 11 6mL. 1 . 5mmo I ) ^:twl 

xmmzx5mmfifz. Kmmmi^zmmmMyi<i (4 

ml) . * (20mL) . »i?xf-;U (2 0mL) JrJp 
I. ^tfzT-mmi:^1llt. *fcJ:l/i^MyrPtf;Px 

-T/^T-a?*. WK^mtxwsimit'^io. 23 

8g. 53%) Srtf/v;. 

[0 1 9 1 ] Rf 0.51(^f-l^y^^PU Y\y^9/-)V. 

7:1. v/v); 

iH-NMR(400MHz,DM5O-d6,TMS) :^ 3.02 (3H, s), 7.30 
(2H, d. J=8.8 Hz), 7.66 (2H, d. J=8.8 Hz), 7.68 (2 
H. d. J=8.8 Hz). 7.79 (2H. d. J=8.8 Hz). 7.91 (IH. 

d, J=8.8 Hz),- 8.35 (IH, dd, J=2.9, 8.8 Hz), 8.49 
(IH, d. J=2.9Hz). 9.83 (IH. s). 10.80 (IH. s) ; 
MS(FAB) m/z: 446 (M + H)*; 

{mmm9A) n- [4 - [4- (4-h;l^xyx;W* 
:i;l/r$y) 7x-y^] 7x-/^] - (2-^'pp-5 
-:::hP7xx;|/) :fy)V^.^^^ F 

mmmssx^Uz^- [4- (4-r5y7xx 

)V) 7x:^/P] - ( 2-:;'pp- 5~:::Fp7x:i/^) 
^)Vifs^^iY' lffiKffi(0. 404g. 1. Omm 
o 1 ) SrDMA (5mL) tC^Wt. FUxf-yl/75y 
(0. 279mL, 2, Ommol). 4- F;Pxyx 
)Vt^:i.}V^u^)Y (0, 2 86 g. 1. 5mmo 1 ) $: 

MtxmSi^zxA, snmmtfz. w.mm\^zmm 

W7K (4mL) . (2 0mL) ^Ml. ^^tcSi^xf- 

;K2 0mL) iMt^mLfz. ^mm^^.mi^i'V 
U'>ATsg«L. my. mmi^t^Lfz. 'i^hixtz^ 

mbWLL. 7Kt5j:tXi^Myrpfcr;ux-r;UT'ac?*. 

mmkLxwiimit^io^ 36 5g. 70%) 
mtz. 

[0192] iH-NMR(400MHz.DH50-d6.TMS) : d 2.34 (3 
H, s), 7.17 (2H. d, J=8.8 Hz), 7.36 (2H, d. J=8.8 
Hz). 7.55 (2H. d. J=8.8 Hz). 7.61 (2H. d, J=8,8 H 
z). 7.69 (2H. d. J=8.8 Hz). 7,75 (2H, d, J=8.8 H 
z), 7.90 (IH, d, J=8.8 Hz), 8.35 (IH, dd, J=2,9, 
8.8 Hz). 8.48 (IH. d. J=2.9 Hz). 10.34 (IH. s). 1 
0,77 (IH. s); 

M5(FAB) m/z: 522 (M + H)*; 

(mim95) N- [4- [ (eu^i;y-2-^;p) 

T$yx;U*-;W7x:i;l/] - (2-^'pp-5-- 
FP7xX;U) :^)Vm^^Y 
X)Vyr'JT'Jy {7)VY')-/'h^-^m^n. 0. 2 50 
g. 1 . Ommo I ) . DMA ( 9mL) J5:4>l>'t2- 
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^^pn-5--hn$,&S^^'nUH (0. 264g. 

1. 2mmo 1 ) imix. mmm2iztmit:ijm 

iZ^^K Wiimit^iO. 208g.flX$48%) 

[0 1 933 Rf 0.07('^^^fy:»i!xf";^. 1:1, v/ 
v): 

iH-NMR(400MHz,DMS0-d6Jh5) :^ 7.06 (IH, t, J=5.1 
Hz). 7.87 (2H. d. J=8.8 Hz). 7.90 (2H. d. J=8.8 H 
z), 8.01 (2H, d. J=8.8 Hz). 8.36 (IH. dd. J=2.2, 
8,8 Hz), 8.51 (2H, d, J=5.1 Hz), 8.52 (IH. m), 11. 
09 (IH. br). 11.76 (IH, br); 
MS(FAB) m/z: 434 (M + H)^ 

{mmm96) n- [4- (f'rv-;^-*2--f;u) r 

5/x;l/7f.:i;l/]7x:i;^- ( 2-i7oo-5--bP 

4- [ (f-7y-;u-2--f;i/) r^y;^;!/;^:::;!/] 7 

r-;P75 V (;<yl/:;^a7tTlSfp. 0. 5 10g. 2. 0 
mmo 1 ) , DMA (5mL) ^i?>WC2 -^^QP- 5 
~- hn$,&#K^nU F (0. 528g. 2. 4mm 

o I ) ^mix. mi&m2izimuzim^zm^\ m 

mmt'^iO. 84 3g. IR*9 7%) 
[0 1 94] Rf 0.58(p<f^l/y^'PUF:-X5'y-;P. 
7:1, v/v); 

iH-NMR (400MHz. DMS0-d6.T^B) :5 6.84 (IH. d. J=4.4 
Hz), 7.26 (IH. d. J=4.4 Hz), 7.84 (4H. m). 7.90 (1 

H. d. J=8.8 Hz), 8.35 (IH, dd. J=2.9, 8.8Hz), 8.51 
(IH, d, J=2.9 Hz), 11.04 (IH. s): 

MS(FAB) m/z: 439 (M + H)*; 
{mmm97) N- [4- (4. 5-i^;<^)}^:^^^^/ 

pp-5--hP7x-;l/) ;i?;U7jfdfi?-5 K 

4- [ (4. 5-'J^'r)Vit^^V)V-2->{)V) rs 

/;j^;U7t;-;l/] 7::::'jy (xZ-^ttTtilStft, 0. 5 34 
g. 2. Ommo 1 ) . DMA ( 5mL) ^A>l/t2- 
^pp-5-:::hn^.&SI8?'oUK (0. 528g. 

2. 4 mmo 1 ) SrffiffltT. ^)»M2 tC|BiffiUc:^ffi 
tCt*V\ SieaM^b^l*! (0. 7 6 3g.lR$8 5%) 

[0 1 9 51 Rf ^M(>^'f^Vy9u^)Y::^1^ J-fV, 
7:1. v/v); 

iH-NMR (400MHz. DMSO-de.TMS) \d 1.95 (3H. s), 2,06 
(3H, s), 7.83(2H. d,J=8.8 Hz). 7.87 (2H. d, J=8.8 
Hz). 7.91 (IH, d. J=8.8 Hz). 8,36 (IH. dd. J=2.9. 
8.8 Hz), 8.52 (IH, d. J=2.9 Hz), 11.02 (IH. s), 1 

I. 78 (IH, s); 

MS (FAB) m/z: 451 (M + H)^ 

mim9S) N- [ [4- (2. 
l/y-A-^)V) TSyxyw*::^;W7x-;u] -(2- 
;'PP-5--Fo7x-;l/) Y 

x}vy 4V^'jy {Wtimmmu. o. 2 78g. 



1. 0mm o 1 ) . DMA (2. 5mL) ^:^>mc2- 
^?pp-5-::ihn^.ft#IS^nUH (0. 264g. 
1. 2mmo 1 ) SrffifflLT. %mm2^ztmLfzl5m 
tt¥V\ mtimit^^(0, 0 54g.iR$12%) 

mtz. 

[0 196] Rf 0.55(^^lxy:J^PUH:^:^ywP. 
7:1. v/v); 

iH-NMR(400MHz.DM50-d6.TMS) :^ 2,28 (3H. s), 2.36 
(3H. s). 7.82-7. 94(6H. m). 8,35 (IH, dd. J=2.9. 8. 

8 Hz), 8.51 (IH, d, J=2.9 Hz). 11.03 (IH.s); 
M5{FAB) m/z: 462 (M + H)*; 

{mm\9 9) N- [( {5-y^^}V-^V^^V-)V 
-3-^)V) 75yx;U;t.:i;W7x-;W] -(2-:;'p 
p-5--hP7x-;^) :^)Vif^^^^Y 
7.)Vyry^V^^Y-)V (mtm.-^W,^. 0. 2 5 
3g. 1. Ommo 1 ) . DMA (2. 5m L) ^^>tX 
(c2-:;^nu-5--hPS.ft#i!^'Qy H (0. 26 
4g. 1. 2mmo 1 ) SrffiffltTs 11*6^2 tlBiJL 

fzum^z^K mtimit^ ( 0 . 3 2 5 g. 

4%) iWz. 

[0 1 971 Rf o.m^'i-vy^u^} K:>^^y-;k 

7:1. v/v); 

lH-NMR(400MHz.D^50-d6.TMS) :8 2.30 (3H, s), 6.16 
(IH. s), 7.85-7.92 (5H, m), 7.91 (IH, d, J=8.8 H 
z). 8.36 (IH. dd. J=2.9. 8.8 Hz), 8.53 (IH.d, J=2. 

9 Hz). 11.14 (IH, s), 11.40 (IH, s); 
MS (FAB) m/z: 437 (M + H)*; 

(HJfi^Hi 00) N-(4- [ (t^'Ji;y-2->f;i/) 
75yx;W7i^:i;l/)7x-;U] -(2-^'PP-5--h 
P7x::i;l/) i))V^s^^^Y 
XjVy A'/ ^i^y m-l^MlfiU^. 0. 2 78g. 
1 . Ommo 1 ) . DMA ( 2. 5m L) '^£^X/{Z2- 
^pp-5--hPSS#S^^nijH (0. 264g. 
1. 2mmo 1 ) Sri^fflLT. %mm2^ztmLfzl5m 

mtimit^mio, 4 08g.iR^94%) 

mtz. 

[0 1 98] Rf 0.?7(^f-l^y:?'P>J H:;<^^y-;k 
7:1. v/v); 

»H-NMR (400MHz, DMSO-de.TMS) :d 6.88 (IH. m). 7.15 
(IH. d. J=8.8 Hz), 7.72 (IH. ddd, J=1.5. 8.8, 8.8 
Hz), 7.84 (2H. d, J=8.8 Hz), 7.90 (2H, d.J=8.8 H 
z). 7.90 (IH. d. J=8.8 Hz). 8.03 (IH, m). 8.35 (1 
H. dd. J=2.9. 8.8 Hz). 8.51 (IH. d. J=2.9 Hz). 11. 
03 (IH. s) ; 

M5(FAB) m/z: 433 (M + H)*; 

(mmwoi) n-iA- [ {5-^^)v-[i. 3. 

4)^-7 'JTV-)V- 2 - ^ ;U ) 7 a y X;l/7fv-;U) 7 x 
:=.;H-(2-;'pp-5~::.hP7x::.;l/) iifi^i^s^^ 

X;U7 r ^ f-y-zl^ ( m^-fb^rtilRa. 0 . 2 7 0 g . 
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1.0mmol).DMA(2.5mL) ^^>WC2- 
:^an-5-:ihnSA#S^PU H (0. 264 g. 

1 . 2mmo 1 ) i:mix. ^mm2izimuziim 

tcfifVK HIESW^I:^ (0. 060g.JR$13%) 

[0 1 991 Rf 0.47(;<f^l^y:^oUH:^:^y-;k 
7:1, v/v); 

iH-NMR (400MHz. DMS0-d6,TMS) :d 2.46(3H, s), 7.81 
(2H, d, J=8,8 Hz), 7.86 (2H, d, J=8.8 Hz). 7.91 (1 
H, d, J=8.8Hz), 8.36 (IH, dd, J=2.9, 8.8 Hz), 8.5 
1 (IH. d, J=2.9 Hz), 11.07 (IH. s); 
MS(FAB) m/z: 454 (M + H)^ 

-3->f;l^) T5yx;l/*-;w)7x-;P] -(2-^o 
n-5--bn7x::i/P) ;<7;P^^-t5 K 
::^;l/7T:?'nul^U:^i/XS//vttrfJSKfp, 0. 28 
4g. 1. Ommo 1 ) . DMA (2. 5mL) ^j:hX/ 
(C2-^'PP-5-:::bP^S#S^n<JK (0. 26 

4g. 1. 2mmo\) ii^mLx.mmm2i^zimi 
fz:tfmizm\ mimit^mio. 4 54 g. ir*9 

7%) 

[0 2 0 0] Rf 0.54{^f"l/'>'^'PUH:>^^y-;k 
7:1, v/v); 

iH-NMR(400MHz,DMSO-d6.Th6) : 5" (7H, m, J 

=8.8 Hz), 8.36 (IH.dd. J=2.9, 8.8 Hz), 8.51 (IH, 
d. J=2.9 Hz). 11.11 (IH, s); 
MS(FAB) m/z: 468 (M + H)^ 

immmi 03) n-ia - c (iH->fy#^y-;^- 

e-^)U) T ^ y ^)l^^:^My x:z)V] -(2-^^PP 

4- [ (6— ^yi^y^f/i') rsyx/u*-;^] r-u 

y (7;WFU vxttriTlSdi. 0. 288 g. 1. 0mm 
o I ) . DMA (2. 5mL) ^/^l/tC 2 -^'PP- 5 
-:::hp^,ft#i!^^pij H (0. 264 g. 1. 2mm 

o I ) imix. mmm2f^zimuziTmm^\ m 

MSmt-^iO. 4 54g. )^m97%) mtz. 
[ 0 2 0 1 ] Rf 0.71(^^l^y;^PU 
7:1, v/v); 

iH-NMR (400MHz. DMSO-^le.TMS) :d 6.90 (IH. dd. J=2. 

2. 8,8 Hz), 7.27(lH.d, J=2.2 Hz). 7.61 (IH, d, J= 
8.8 Hz), 7.79 (2H. d, J=8.8 Hz). 7.82 (2H,d, J=8.8 
Hz). 7.88 (IH. d. J=8.8 Hz). 7,94 (IH, s), 8.34 
(IH. dd. J=2.9,8,8 Hz). 8.50 (IH, d, J=2.9 Hz), 1 
0.38(1H, s), 11.05 (IH. s); 

MS(FAB) m/z: 472 (M + H)* ; 

{mtmio4) N-(4- [ (3, 4->^'^^;My 

ar'9-y'-;u-6-^yu) r^yx/i^T^-zW^x-yi/] 
-(2-^^pp-5-:ihP7x:::;U) /f;P.1<^'t5 H 
X)Vyr^V^^Y-;U {i^^^W^mSi. 0. 2 67 
g. 1 . Ommo 1 ) , DMA (2. 5mL) Kf:^T/liZ 



2-^PP-5--hP$.6SK^PUK (0, 264 
g. 1. 2mmo 1 ) ^ffifflLT. mmm2{zMmuz 

umizmK WMimit-^ ( o . 3 6 4 g . ms 1 
%) intz. 

[0202] Rf 0.41(^f-U'y^'PU K:^^y-;k 
7:1. v/v); 

iH-NMR(400MHz,DM5O-d6,TMS) :d 1.68 (3H, s), 2.10 
(3H. s). 7.79 (2H, d, J=8.8 Hz), 7.91 (2H. d. J=8. 
8 Hz). 7.91 (IH. d. J=8.8 Hz). 8.36 (IH. dd, J=2, 
9, 8.8 Hz), 8.56 (IH. d, J=2.9 Hz). 11.15 (IH, s); 
MS(FAB) m/z: 451 (M + H)*; 

(^SI^Jl 05) N-(4- [ (5-^b^ri^fU5S/ 
y-2-^Jl) 7 5^;^/!^*:::;^ 7x^/1^] -(2-^^ 
pp-5-:::hP7x-;U) :^;]^7f.J^^i\i 
x;U7r;^TWl/ (^-/vaTfiffifp. o. 2 80g. 

1.0mmol),DMA(2. 5mL) ^4>t/C2- 
:J^op-5-r.hpg,&#i§^ufJ H (0. 2 64g. 

1 . 2mm o 1 ) ^flgfflLT. mmm2iztmuzum 

mrz. 

[0203] Rf 0.m:^i-Uy^u^J Y.^9J-)V. 
7:1. v/v); 

iH-NMR(400MHz,DMS0-d6.TMS) \d 3.80 (3H. s). 7.87 
(2H. d. J=8.8 Hz). 7.91 (IH. d. J=8.8 Hz). 7.98 (2 

H. d. J=8.8 Hz). 8.30 (2H. s), 8.36 (IH, dd. J=2, 

2. 8.8 Hz), 8,52 (IH. d. J=2.2 Hz). 11.09 (IH, s), 
11.46 (IH, br); 

l^(FAB) m/z: 464 (M + H)*; 

(HJfeWi 06) N-(4- {r^'Jjr%jx}v^s- 

)V) y y.:z.M-'{2-'>uu-5-^Vx^y s.:z,)V) t 

7^}Vyr^T^'Jy {iy^^^^USk. 0. 2 14g. 

I. 0mmol).DMA(2. 5mL) ts:hV^\Z2- 
^pp-5~r:bnS.&#B?:?'P'J H (0. 24 2 g, 

1 . immo 1 ) ^f^fflLT. ^mmz^mLfz-nm 
izmK miesw^t^ii* ( 0 . 2 80g.jR$7 0%) 

mtz. 

[0204] Rf 0.24(;><^Wy^'PU H:^^^/-;l/, 

7:1. v/v); 

iH-NMR(400MHz.DM50-d6,TMS) :d 6.70 (4H, br). 7.77 
(2H. d, J^.8 Hz), 7.81 (2H, d. J=8.8 Hz). 7.91 (1 

H. d, J=8.8 Hz), 8.36 (IH. dd, J=2.2, 8.8Hz), 8.51 
(IH. d. J=2.2 Hz). 10.98 (IH. s); 

MS(FAB) ra/z: 398 (M + H)^ 

immmioi) n-(4- c/i-ji^T^y^^un^:^^}^ 

T i y XJVTt^-jl') 7x-/H-(2-^'PP-5-:::h 
P7x-;U) AJU^^^^i H 

1 -y^JU- 3 --xyl/7 r )\^^UT ( T;l^K 'J y 
^aTtiflKtSi. 0. 27 1 g. 1, Ommo 1 ) . DMA 

(2. 5mL) 35:^>t/t2-^PP-5-:ihPS.&# 
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K^P'JH(0. 264g. 1. 2mmo 1 ) SriSefflL 

(0. 346g. JR$76%) 

[02 05] Rf 0.24(^^Uy^'o'JH:;^^'y-;P. 

7:1. v/v); 

lH-NMR(400MHz.DMSO-d6J^f5) :^ 0.82 (3H, t. J=7.3 
Hz), 1.18 (IH. ra), 1.31 (IH. m). 2.94 (IH, m), 6.4 
4 (IH, ni). 7. 90-7. 93 (5H. m). 8.36 (IH. dd,J=2.8. 
8.8 Hz), 8.54 (IH, d. J=2.8 Hz), 10.48 (IH, br). 1 
1.12 (IH, s); 

MS(FAB) m/z: 455 (M + H)* ; 
(mtmilOS) N- [4- [ (2-7x-;U- (2 

H) -t-7VWi/-3->fyu) 75y;^;w*-;W7x 
:::;W)-(2-^'nn-5-::::hn7x-;U) AJi^^^^^ 

x;P7 r 7 X ( v-Zv^trpSKR^n. 0.314 

1 . Ommo 1 ) . DMA (2. 5mL) ^j:^mz 
2-:;^oo-5--ho^,&#^^^nU H (0. 2 64 

1 . 2mmo 1 ) ^^tffltT. mmm2iztmuz 
ifmzm\ mmsmt^(o. 42s mse 
%) intz. 

7:1. v/v): 

iH-NMR(400MHz.DMSO-d6,TI«) :d 5.89 (IH. d, J=1.8 
Hz). 7.40 (IH. m). 7.48 (4H, m) , 7.59 (IH, d. J=l. 
8 Hz). 7.69 (2H. d. J=8.8 Hz). 7.85 (2H. d, J=8.8 
Hz). 7.93 (IH. d. J=8.8 Hz). 8.37 (IH. dd, J=2.9. 
8.8 Hz), 8.56(1H, d, J=2.9 Hz), 11.13 (IH, s); 
MS (FAB) m/z: 498 (M + H)^ 
{mmi09) N- (4-7x:^;U-5-Tb7TV 
yUf-ry-/l/-2-^yU) -(2-^^00- 5 -r:hn 
7x:::;l/) ^)U:r^^^^]< 

2-r$y-4-7x 5 - T h 7 T x;l/^T V- 

;Kr/^K'j7^^trtT|£a. 0. 373g. 1. 0mm 
o 1 ) . DMA (2. 5mL) !5:^>t/t2-^^nn-5 
|sQ$,t#g!^niJ K ( 0. 2 64g. 1. 2mm 

o 1 ) ^mmix. m&m2iztmtt:um^zm\ m 
feaw^b^ (0. 31 ig. ir^5 6%) imz. 

[0 2 07] Rf 0.59(^^^fy:»Kx^;k 3:1, v/ 
V); 

iH NMR(CDCl3. 400MHz. TMS) :d 0.88 (3H. t, J=7.3 H 
z), 1.10-1.47 (lOH.m). 1.71 (2H. ni). 2.85 (2H. t. 
J=7.8 Hz). 7.16-7.28 (5H. m), 7.33 (IH. d. J=8.6 H 
z). 8.05 (IH, dd, J=2.7. 8.6 Hz), 8.07 (IH. d. J= 
2.7 Hz); 

MS(FAB) ra/z: 566 (M + H)* ; 
immi 10) N- (5-7x:i;U-(l, 3, 4)^- 
r>''ry-;U-2->f;U) - (2-^'ap-5-:ihn 
7x:::;U) ;>yl/.-}f^r'«fSH 

2-r5y-5-7x-;^- 1 . 3, 4-f-r>''7V- 



/U-^KS (T/UFU'/f-arfilRJ?,. 0. 177g. 
1.0mmol),DMA(2. 5mL) ^j:^mz2- 
^nn-5-^hn^,R#B?^'nU H (0. 264g. 

1 . 2mmo 1 ) imix. mmm2izmmLrzm 
^zm\ mtzmit^mio. i4ig.iR$3 9%) 

[0208] Rf 0.59(^^-9-y:ifi?X^/k 3:1, v/ 

V): 

iH-NMR(400MHz,DM5O-d6.TMS) 7.56 (3H. m). 7.93 
(IH. d, J=8.8 Hz). 8.01 (2H, m), 8.40 (IH, dd. J= 
2.9, 8.8 Hz). 8.68 (IH, d. J=2.9 Hz); 
MS(EI) m/z: 360 

immmi l l ) N- [4- (3, 4-'Jyju^vyx 
:i;U) f-rV-;^-2-^;U] - (2-^uxi-5-z:^ 
hn7x-;P) K 
2-r5y-4-(3. 4-£/'7;U:tn7x:i;^) -fr 
V-;K;<'^y'; v^arfflSft,. 0. 212g. 1. 0 
mmo 1 ) . DMA (2. 5mL) ^/?>tXt2-^an 
-5-:::hn$,&#K:^nUF (0. 264g. 1. 2 

mmo I ) irmtx. mmm2^z$muzimi,zu 

^^KMim^t-^iO. 36 1g. IR*9 1%) 
fz. 

[0 20 9] Rf 0.43(^^'9-y:ifKxf-;k 3:1. v/ 
V): 

I H-NMR (400MHz. DMSO-de. TMS) :d 7.52 (IH. ddd. J=2. 

2, 8.8. 8.8 Hz), 7.79 (IH. ra). 7.88 (IH. s). 7.91 
(IH. d. J=8.8 Hz). 7.94 (IH. ddd. J=2.2, 2.2, 8.8 
Hz), 8.38 (IH. dd. J=2.9. 8.8 Hz), 8.61 (IH, d, J= 
2.9 Hz); 

MS(El) m/z: 395 M*; 

mmmi 1 2) n- [3- (2-;^^;i/t^u5s/>- 

4-^)1) 7x:::;l/] - ( 2 -^^on- 5 -:::hn7x 

4- (3-7Sy7xx;U) - 2 U S 
(^-fyU xi/'aTtJlRJb. 0. 185g. 1. Ommo 
1 ) . DMA (2. 5mL) ^j:^X/iZ2-9 - 

^ho$,&#B?^'ay H (0. 2 64g. 1. 2mmo 

1 ) srfgfflLT. mmm2iztmuzi3mizm\ mti 
ew^t^ft(o. i9 8g. iR$5 2%) 

[02 10]Rf 0.06(^^'9-y:PB!X^yk 3:1, v/ 
v): 

iH-NMR(400MHz,DheO-d6.TMS) :a 2.69 (3H. s). 7.57 
(IH, dd, J=8.1. 8.1Hz). 7.84 (IH. d, J=5.1 Hz), 7. 
90-7.% (3H, m). 8.36 (IH, dd, J=2.9, 8.8Hz). 8.53 
(IH, d, J=2.9 Hz), 8.54 (IH. ra), 8.78 (IH. d. J= 
5.9 Hz). 10.94 (IH, s); 
MS (EI) m/z: 368 

(leSftMi 13) N- [4- (^;i/*uy-4->f;i/) 

7x:^;H - (2-^OD-5-:ih07xX.;P) 
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ttrPIRft, 0. 1 79g. 1 . Ommo 1 ) . DMA 
(2. 5mL) ^r4>t^t2-:7nn-5--hD^,i.# 
K^'D'JH (0. 2 64g. 1. 2mmo 1 ) IrffifflL 

•c, iijs^]2{cfe«jtfc:^(ci*v\ siaBB<Ht^!fe 

(0. 288g. IR$80%) Srf#;t. 
[02 1 1] Rf 0.06('s^-tfy:Bti?X'f-/k 3:1, v/ 
v): 

"H-NMR (400MHz, DMSO-de.TMS) -.d 3.08 (4H. t, J=4.8 
Hz). 3.74 (4H, t, J=4.8 Hz), 6.96 (2H, d, J=8.8 H 
z). 7.51 (2H. d. J=8.8 Hz). 7.88 (IH, d. J=8.8 H 
z), 8.32 (IH, dd, J=2.9, 8.8 Hz), 8.42 (IH. d. J= 
2.9 Hz). 10.49 (IH, s): 
MS(EI) n/z: 361 M* ; 

(m&mi 14) N- [4- (t'^Ui^'y-l-'f/t-) 
7x-;l/] - (2-^oa-5--bo7i-;W) 

N- (4-r5y7x-;l') f^Ui^^- (>>fyU-yi'' 
ttr|TBRp°p, 0. 1 76g. 1 . Ommo 1 ) , DMA 
(2. 5mL) ^/i>yt;2-^'no-5--hoS,&# 
i??'a';h'(0. 2 64g.-l. 2mmol)S-ffifflL 

T, iiffi0ij2(cE«jL^c*att^v\ gisawfl:-^!!*) 

(0. 24 9 g, Ume9%) iWz. 
(02 1 2] Rf 0.06(^^-9-y:Pi?xf-;k 3:1. v/ 
v); 

"H-NMR(400MHz,DMS0-d6.TMS) :^ 1.55 (2H, m), 1.62 
(4H. m). 3.10 (4H. t. J=5.6 Hz). 6.94 (2H. d. J=9. 
1 Hz). 7.54 (2H. d. J=9.1 Hz). 7.88 (IH. d. J=8.8 
Hz). 8.33 (IH, dd, J=2.8. 8.8 Hz). 8.41 (IH. d, J= 
2.8 Hz). 10.42(1H. s); 
MS(EI) b/z: 359 W; 

im&mi 15) N- (4-X^;L-r5y7x-/P) - 
(2-:5'oa-5-r.ho7x-;l') HI 

(2-^'UD-5--bn7x:^/U) *;l^--K^-tS F ■ 
llSiea (0. 5 83g, 2. Ommo 1 ) Sr.X^'y- 
;K 1 OmL) t!g)S$-ti-. i^T/Aimitt^'^mi-h'J 
'>A(251mg, 4. Ommol) fcilXT-feFTyU 
TtK(0. 224mL, 4. 0mm ol) $rJp;i-CO 
S« 3 0^^i?i#L/;:, RJtE?^::* ( 2 OmL) , fiS 
iWSW* ( ImL) «-jD;t, ^tAc^JPijSr^IISL, * 

flVi]'jJ^^U'7Y^'yy<- Csdflfy :1WKX■?■ 
;^, 3 : 1-1 : 1, v/v) srfflv^-c«l8L, siea 

fi<I<l:^ft(0. 2 6 3g. JR*4 1%) Wc. 
[0 2 1 3] Rf 0.38(A.dr-9->':»i!Xf-;k 1:1, v/ 
v); 

»H NMR(CDCl3. 40(»IHz,TM5) .d 1.27 (3H. t. J=7.3 H 



z). 3.17 (2H. q, J=7.3 Hz). 6.62 (2H. d, J=8.8 H 
z), 7.41 (2H. d, J=8.8 Hz). 7.64 (IH, d, J=8.8 H 
z). 7.66 (IH. br). 8.24 (IH. dd. J=2.2. 8.8 Hz). 
8.60 (IH, d. J=2.2Hz); 

l*B(FAB) D/z: 319 M* ; 

(UteMl 16) N- [4- {A-ytVX.)/X)Vt-~lV 
r$y) 7x-;l'] - (2-^'OP-5--hD7x- 
;P) K 

llSl«?iJ5 8r®sucN- (4-rsy7x-;^) - 

(2-:;'ao-5--Fo7x-;l') 5 H • 

IIBKJM (0. 291g. 1. Ommol). DMA 
( 5mL) . h'jx^yl/TSy (0. 20 9mL, 1 . 
5mmo I ) , A-Y)\/3,>y.t\'%—tV^U^}Y (0. 
286g. 1. 5mmo 1 ) ^ffifflLT. Il]te«^3 6tc 

lesi Ltz-yi'm.zn\ \ m^mc^ ( o . 2 4 9 g , 

IR$2 9%) 

[02 14]Rf 0.64(^f-^y^'ni; h^^^-y-yk 
7:1. v/v); 

lH-NMR(400MHz.D^G[^-d6,TMS) :5 2.35 (3H, s), 7.08 
(2H. d, J=8.8 Hz). 7.35 (2H, d, J=8.8 Hz). 7.54 (2 
H. d. J=8.8 Hz). 7.63 (2H, d. J=8.8 Hz), 7.87 (IH. 

d. J=8.8 Hz). 8.32 (IH, dd, J=2.9. 8.8 Hz), 8.42 
(IH. d, J=2.9Hz). 10.14 (IH. s). 10.63 (IH. s); 
MS (FAB) m/z: 446 (M + H)«: 

(HMMl 1 7) N- (4-7-bf-;l^T$>'7x-;l') 

IISSi5i|5 8t'i!JiU>:N- (4-T5y7x:^;l') - 
(2-^'on-5--Ho7x-;l') ■ 
\W^^ (0. 291g, 1. Ommol) , DMA 
(3mL) . r-fef-Zl'^'n'J H (0. 078mL. 1. 
Immo 1 ) SrffifflLT. IIJS011 2 tCffiSJ Lfc^rffifctil! 

v\ aieaw^i:^ ( o. 2 5 5 g, WMi 6%) 

[02 1 5 J Rf 0.54(;<^W>'^'D'J J-lV, 
7:1. v/v): 

'H-NMR(400MHz,DMSO-d6,TMS) -.S 2.04 (3H, s), 7.57 
(2H. d, J=8.8 Hz), 7.62 (2H, d. J=8.8 Hz). 7.89 (1 
H, d. J=8.8Hz). 8.33 (IH. dd, J=2.9, 8.8Hz). 8.44 

(IH, d, J=2.9 Hz), 9.95 (IH, s), 10.63 (IH, s); 
MS (FAB) ra/z: 334 (M + H)* : 

(.%im\ 18) N- [4- (4-T-fef-;l'rSy7x 

7x-yH - ( 2-^'au-5--hn7xx 
yp) H 

||Jfi0lj8 8T'$g3iU.:N- [4- (4-75y7x::i 
A') 7x-;H - ( 2-^^00- 5--ha7x~;l') 
illVif^^^^Y- llBffi^(0. 30 3g, 0. 7 5m 
mo 1 ) . DMA (4mL) , MJXf-yl/TSy (0. 
6 27mL. 4. 5mmo 1 ) . r^^)V9u'^)Y 
(0. 117mL. 1. 6 5mmo 1 ) i^figffiLT. H 

^sw2^^ia«L^c^it6^^^^^^. m^mc^'^kQ. 2 
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6 3g. mm 6%) ^mz. 

[0 2 16]Rf 0.56Uf'l^y^'nUK:>:^'y-yh 
7:1. v/v); 

iH-NMR(400MHz.DMSO-d6 JM5) : d 2.07 (3H, s). 7.62 
(2H. d. J=8.8 Hz). 7.67 (2H. d, J=8.8 Hz). 7.67 (2 

H. d, J=8.8 Hz), 7.78 (2H, d, J=8.8 Hz), 7.91 (IH, 
d. J=8.8 Hz), 8.35 (IH. dd. J=2.9, 8.8 Hz). 8.49 
(IH, d. J=2.9Hz), 10.02 (IH, s), 10.78 (IH, s); 
MS(FAB) m/z: 410 (M + H)^ 

mmi 19) N- {A-^yY^junyyji:^ 

;l/) - (2-^^00- 5 -:::hn7x::::;l') /;j]^7ii^^ 

mmmssx-mikUzN- (4-rsy7x:i;p) - 

(2-^'nD-5--b07x-;P') F • 

UIg!tS(0. 291g. 1.0mmol).DMA 
(3mL) . ^>r>f;l/:^nU H (0. 128mL. 

I . 1 mmo 1 ) ^mix. mmm2^ztmuzifm 
izm\ mmmt^ ( o . 3 1 7 g . ms 0 % ) 

[02 1 7] Rf 0.67(;<f-Uy^P'J 
7:1, v/v);. 

iH-NMR (400MHz, DMSO-dgJMS) :d 7.50-7,63 (3H. m). 
7.69 (2H, d, J=8.8 Hz), 7.79 (2H, d, J=8.8 Hz), 7. 
90 (IH. d. J=8.8 Hz), 7.97 (2H, d, J=8.8 Hz). 8.34 
(IH, dd, J=2.9, 8,8 Hz). 8.47 (IH. d, J=2.9 Hz), 
10.28 (IH, s), 10.70 (IH. s) ; 
MS(FAB) m/z: 396 (M + H)^ 

{mnmi2o) n- [4- {A-^yy^tfunyy 

;U) ^/l^.-K^-y-SH 

mmsarmtUzN- [4- (4-r$y7x:i 

JU) 7x:::;H - ( 2-;^nn-5-:ihD7x:^;U) 
H • 1^K®(0. 3 03 g. 0. 7 5m 
mo 1 ) , DMA (3mL) . MlX^/l^rSV (0. 
314mL, 2. 25mmol). ^yV>f ;U^n U H 
(0. 0 9 6mL. 0. 8 3 mmo 1) Sri$fflLT. H 

]S£W2tcieaL7t*ffitct*v\ mmmt^^(o. 3 

12g. IR^88%) 

[02 18] Rf 0.73(;<f"lxy^^oUH:;^^^y-;k 
7:1. v/v); 

iH-NMR(400MHz,DMSO-d6.TMS) : ^7.52-7.62 (3H, m), 
7.69 (4H, m), 7.80 (2H. d, J=8.7 Hz), 7.90 (3H, 
m). 7.98 (2H, id), 8.36 (IH. dd. J=2.9, 8.8 Hz). 8. 
49 (IH, d, J=2.9 Hz). 10.35 (IH, s), 10.80 (IH, 
s); 

MS(FAB) m/z: 472 (M + H)^ 

(^mmi2l) N- [4- (4-p<^;^^yyrf;W) 
75y7x-;H - ( 2-^^Dn-5-r:ho7x::: 

mw^mi 1 svmmuzN- (4-7$y7x:::;^) - 



(2-:;'np-5--ho7x-;l/) K • 

lifii^Jg (0. 291g. 1. Ommol). DMA 
(3mL) . 4'?(i-;UKyY-(fU^vUV (0. 14 
5mL. 1. lmmo\)t:miX.mmm2iZMm 

uzumizmK mmsm^io. 30 2g. 

74%) ^'i%fz. 

[02 1 9] Rf 0.55(;<^^y^P'J K:p<^^y-;k 
7:1. v/v); 

iH-NMR (400MHz, DMS0-d6,TMS) :d 2.40 (3H. s), 7.34 
(2H, d, J=8.1 Hz), 7.68 (2H. d. J=8.8 Hz), 7.78 (2 
H. d. J=8.8 Hz). 7.89 (2H. d, J=8.1 Hz), 7.90 (IH. 

d, J=8.8 Hz), 8.34 (IH, dd, J=2.9. 8.8 Hz), 8.47 
(IH, d. J=2.9Hz). 10.19 (IH. s). 10.69 (IH. s); 
M5(FAB) m/z: 410 (M + H)* ; 

(SIM^Jl 22) N- [4- (4 - ^i-fl^yY^JUT 
^y) 7x:::;^] 7x:i;l/] - ( 2-^^na-5-3:h 
P7x:i;U) H 
mmmsST^UzN- [4- (4-rsy7x::: 
;W) 7x:i;H - (2-;'pn-5-:^ho7x::^;l/) 
5 F • IJSKig (0. 3 0 3g. 0. 7 5m 
mo 1 ) . DMA (3mL) . FUXf^/UrSV (0. 
3 14mL, 2. 2 5mmo 1 ) . 4-^f';W^yy^ 
fl^^aVV (0. 10 9mL. 0. 8 3mmo 1 ) Srffi 

mix. mmm2izimit:iTmizm\ musmt-^ 

ft (0. 3 0 9g. IR*8 5%) ^ntz, 
[0 2 20] Rf 0.72(-?<f^Uy:?'py 
7:1, v/v); 

lH-NMR(400MHz,D^60-d6,TMS) :$ 2.40 (3H. s), 7.35 
(2H. d, J=8.8 Hz), 7.68 (2H, d, J=8.8 Hz), 7.71 (2 
H, d. J=8.8 Hz), 7.80 (2H, d. J=8.8 Hz). 7.87-7.93 

(5H, ra), 8.36 (IH. dd, J=2.9. 8.8 Hz). 8.49 (IH, 
d, J=2.9 Hz). 10. 25 (IH, s). 10.79 (IH, s); 
h6(FAB) m/z: 468 (M + H)\ 

{mmmi23) N- [4- {\::0'Jy-3-^fU-:^ 
;U;K:::;I/TS/) 7x-;l/] - ( 2-:^PP-5--h 
P7x:i;l/) :^/\^it(^^i H 

mmm58xmkUzN- (4-rsy7x^;u) - 

(2-^'PP-5--bP7x:i;I/) ;&;l'.1f^r^?-SH - 
lSS?tg (0. 29 1 g. 1. Ommo 1 ) . DMA 
(3mL) . :in^y>f;l.^pU K -tg^JS (0. 33 

6g. 1. 9mmo\) ^mix.m&m2^zimi 
fzifm^zm^K mamit^m ( o . 1 4 9 g . ir^3 
8%) mtz. 

[0 22 1 ] Rf 0.29(^f-Uy^'PU H:^^'/-;!^. 
7:1, v/v); 

iH-NMR (400MHz. DMSO-ds.TMS) :^7.58 (IH. dd. J=2.9, 
8.0 Hz), 7.71 (2H,d, J=8,8 Hz), 7.78 (2H. d, J=8. 
8 Hz). 7.90 (IH. d. J=8.8 Hz). 8.31 (lH,ddd, J= 1. 
5. 2,2, 8.0 Hz), 8.35 (IH, dd, J=2.9. 8.8 Hz). 8.4 
8 (IH, d. J=2.9 Hz), 8.77 (IH, dd, J=1.5, 5.1 Hz). 
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9.12 (IH. d, J=2.2Hz), 10.48 (IH. s), 10.73 (IH, 

s); 

MS(EI) m/z: 3% M* ; 

(IISfiWi24) N- [4- [4- (\:v'Jy-3->{ 

;U-;J;^4f:::;Wrsy ) 7x:::;U] 7x-;U] - (2- 

uste^jssTiSiiUcN- [4- (4-75y7x- 

)V) 7x:i;l/] - ( 2-^nn~5--hn7x::^;P) 
;<7;l/7}<^-taF • im^^iO. 3 03 g. 0. 7 5m 
mo 1 ) . DMA (3mL) . MiXf-zPTSy (0. 
314mL, 2. 2 5mmo 1 ) . ziirif-y^yl/^J^PU 
K-iSK^KO, 2 94 g. 1. 6 5mmol)S-ffiffl 
L-C. ^W2tcieKL/v::^ffi(cl^v\ SIEBW^b^ 

(0. 263g. m^74%) mtc. 

[0 2 22] Rf 0.55(;?^f'l^y^^PUF:;^^'y-"/k 
7:1. v/v): 

1 H-NMR (400MHz. DMSO-deJhS) :^7.59 (IH, dd, J=2,9, 
7.3 Hz), 7.70-7.74(4H, m), 7.80 (2H, d, J=8.8 H 

z). 7.89 (2H, d. J=8.8 Hz), 7.91 (IH. d. J=8.8 H 

z), 8.32 (IH, ddd, J= 2.2, 2.2, 8.1 Hz). 8.36 (IH. 
dd. J=2.9. 8.8 Hz). 8.50 (IH. d. J=2.9 Hz), 8.78 

(IH. m), 9.14 (IH. d. J=1.5 Hz). 10.54(1H. s). 10. 

81 (IH. s); 

MS(EI) in/z: 472 (M + H)^ 

mmmi25) N- [4- (t"Uyy-4-^;I/~;<? 
jU7f.-/UT^/) 7x::^;i/] - (2-:^nP-5--b 
n7x:i;U) /jjIj^^V^ V 
mmm58XWtUzN- (4-7^y7x:i;U) - 

(2-^nn-5-:ihn7x:::;U) X^/l/.tC^-^^ H • 
IJIK^ (0. 291g. 1. 0mm ol). DMA 

(3mL) . >fy-z?^y>f;U^'D>JH -igiglS (0. 
3 56g. 2. Ommo 1 ) SrfigfflLT. ^}fe^J2(ClE 

mifzmm^\ mmmt-^m ( o . 2 1 e g . jr 

$59%) ^ff^C. 

[02 23] Rf 0.48(^f-lxy^aUF:^^'y-;l., 

7:1. v/v); 

iH-NMR (400MHz. DMSO-de.TMS) : 7.71 (2H, d, J=8.8 
Hz), 7.79 (2H, d. J=8.8 Hz). 7.88 (2H. d, J=5.9 H 
z), 7.90 (IH. d. J=8.8 Hz). 8.34 (IH. dd. J=2.9. 
8.8 Hz). 8.48 (IH, d. J=2.9 Hz), 8.79 (IH, d, J=5. 
9 Hz), 10.55 (IH. s). 10.74 (IH. s) ; 
MS(El) ffl/z: 3% M^; 

(mmmi26) n- [4- [4- (t^>j>'>-4-^ 

y|/-;<?y^;Jf-;P75/) 7x-;U] 7x^yl/] - (2- 
:7nn-5--ho7x-/P) K 

mmmssTmtifzN- [4- (4-7^y7x- 

;]/) 7x^yH -A-^)V)- (2-:^no-5-^b 
n7x:^yU) ;!?;U;Jf^'9-S H • lie®a(0. 303 
g. 0. 7 5mmo 1 ) . DMA ( 3mL) . h'jxf^ 
;l/7S>' (0. 3 14mL. 2. 2 5mmo I ) , -fV 



-3f-y^/P^aUH 'ffiSJB(0. 26 7 g. 1. 5 

mmo 1 ) imix. mmmzimLfz-m^zist 

[0 2 24] Rf 0.53(.Xf-l/'y^^nUK:^^^y-yk 
7:1. v/v); 

iH-NMR(400MHz.DhBO-d6.TMS) :d7,70-l,7A (4H. m). 
7.81 (2H. d, J=8.8 Hz). 7.87-7.93 (5H. m), 8.36 (1 
H. dd. J=2.9. 8.8 Hz). 8.50 (IH, d, J=2.9 Hz). 8.8 

1 (2H, d, J=6.6 Hz), 10.60 (IH. s), 10.81 (IH, s); 
M5(EI) m/z: 472 M*; 

(HJfi^Jl 27) N- (4-<y^f>'X;u*-;U7Sy 
yx:=^}V) - ( 2-:^nn-5--hn7x:::;P) :^JU 

mmm58T$muzN- (4-7^/7x^1/^) - 

(2-^np-5-:::hn7x:::;P) H • 

USKie (0. 291g. 1. Ommol). DMA 
(3mL) . ht!x^;U75y (0. 2 7 9mL. 2. 
Ommo 1 ) . ^y•tf>'X;^7^-;^:;'PU K ( 0. 15 
3mL. 1 . 2mmo 1 ) SrffifflL-T. »ife«2tcfeii 

Ltzi3mizm\ mmsmt^ ( o . 1 3 9 g. ir$ 

3 2%) {:nfz. 

[0225] Rf OMUi-Uy^^uV y-Jl. 
7:1. v/v); 

iH-NMR(400MHz,DheO-d6.TMS) :d 7.09 (2H, d, J=8.8 
Hz). 7.53-7.62 (5H.in). 7.75 (2H. d, J=7.3Hz). 7,8 
7 (IH, d, J=8.8 Hz). 8.32 (IH. dd. J=2.9.8.8 Hz), 
8.42 (IH. d. J=2.9 Hz), 10.21 (IH, s). 10.64 (IH, 

s); 

MS (FAB) m/z: 432 (M + H)^ 
immmi 28) N- [4 - (^y-fe>x;^*:i;U7$ 
y7x:::;^) 7x-;H - (2-^^PO-5-— hP7 

^S£15ij8 8T$KtUv:N- [4- (4~75/7x:i 
;U) 7xx;i/] - (2-^^pp-5-:ihP7x::.;W) 
• VM^m. (0. 3 03g. 0. 7 5m 
mol).DMA(3mL). hUx^;U7$>' (0. 

2 0 9mL. 1. 5mmo \) ^ Ky'{fyX)\/t^:z.)\^i^ 
pUH (0. 1 1 9mL. 0. 9 mmo 1 ) Srfi6fflL 

X. mmm2izimLfziim^zv^\\ mamit^ 

(0. 308g. 11X4575%) iWz. 
[0226] Rf 0.70(^^U'>'^'py H:^5^y-;k 
7:1. v/v); 

»H-NMR(400MHz.DhS0-d6,TMS) :d 7.18 (2H, d, J=8.8 
Hz), 7.53-7.95 (12H.in). 7.89 (IH. d. J=8.8 Hz), 8. 
35 (IH, dd, J=2.9. 8.8 Hz). 8.48 (IH, d,J=2.9 Hz). 

9.40 (IH. br). 10.76 (IH. s) ; 
MS(FAB) m/z: 508 (M + H)*; 

(^Sfe^J129) N- (4-x^>'X;P7^::.;U75y7 
X-/P) - (2-:5'PP-5--hP7x-;l/) AjU^^ 
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mmmssTm^uzi^- (4-r5y7x:i/i') - 

(2-:^nn-5-:^hn7x:::;l^) /jJUif^^^i H • 
ligi?«(0. 291g. 1. Ommo 1 ) ^tfUS/y 
(3mL) i,zmmi. x^^yx/l/T^-zU^'nU h' (0. 
15 3mL. 1. 2mmo 1 ) S:SD;iTgiafcT6B#^ 

mifz. Kmwuzmm^^ ( 3mL) . * ( 2 o 

mL) . PMx^;U ( ImL) ^SP;t. ±tfzT^mm^ 

[0 2 27] Rf 0.34(;<f-py^^P!;H:>^'>'-/k 2 
0:1, v/v); 

iH-NMR(400MHz,DMSO-d6.TMS) :^ 1.20 (3H, t. J=7.3 
Hz). 3.06 (2H. q, J=73 Hz). 7.23 (2H. d. J=8.8 H 
z), 7.65 (2H. d. J=8.8 Hz), 7.89 (IH. d. J=8.8 H 
z), 8.34 (IH. dd. J=2,9, 8.8 Hz), 8.45 (IH. d, J= 
2.9 Hz), 9.73 (lH,s), 10.69 (IH, s); 
MS(FAB) m/z: 384 (M + H)* ; 

(*|[fi0iJl3O) N- [4- (4-X:^y;7,;^;i:-;ur 
iyyx:=^)U) 7xx;H - ( 2 -:^nn- 5 
7x:::;W) ;?!?;P.tr^r1^5 K 

HifS^JSST'iSJiL^tN- [4- (4-7$y7xX 
)l) 7xxy^] - (2"^^no-5-xhn7x:i;U) 
iiJUTti^^iV ' li6K«(0. 303 g. 0. 7 5m 
mo I ) . DMA ( 3mL) . yX/I/Tjs:^;!/:;' u U 
F (0. 0 8 5mL. 0. 9 0mmo 1 ) SriSfflLT. 

(0. 267g. mux) ^ntz. 

[0228] Rf 0.32Uf*Uy^'n>;H:^:5'y-yk 2 
0:1, v/v); 

iH-NMR (400MHz. DMSO-dg.TMS) :d 1.21 (3H. t, J=:7.3 
Hz), 3.12 (2H. q. J=7.3 Hz), 7.30 (2H. d. J=8.8 H 
z), 7,65 (2H, d, J=8.8 Hz). 7.67 (2H. d. J=8.8 H 
z), 7.79 (2H, d, J=«.8 Hz). 7.91 (IH, d. J=8.8 H 
z). 8,35 (IH, dd, J=2,9, 8.8 Hz), 8.49 (IH, d. J= 
2.9 Hz). 9.88 (IH, s), 10.80 (IH, s); 
MS(FAB) m/z: 460 (M + H)* ; 

mmi3i) N- [4- (s^'x^;u7$y) -2- 

j^i-il^y x:z}\^] - (2-^'nn-5-:ihn7x::. 
;u) AfUit(^^i H 

2-7$y-5- (i/xf-yPT^y) h/l^xy • JSgJJS 
(««ft)£rfiPIo°«. 0. 4 2 9g. 2. Ommo 1 ) . 
DMA (5mL) . bUX-f/L^TSy (0. 3 3 5m 
L. 2. 4mmo 1 ) ^^l/^tC2-^'on-5-xhn 
^MMm^x^U F(0. 528g. 2,4mmol)$: 

«fflLT. ^}ti!«J2CifiitU3t:fra(ct^i\ miesw-fb 

^m(0. 43 Ig. iR*6 0%) Srt#fc. 
[0 2 2 9] iH-NMR (400MHz, DMSO-dfi.TMS) :d 1.09 (6 
H, t, J=7.0 Hz), 2.22 (3H, s), 3.33 (4H, m). 6.53 



(2H. m). 7.17 (IH. d. J=8.8 Hz), 7.87 (IH. d, J=8. 
8 Hz), 8,32 (IH, dd. J=2.9. 8.8 Hz), 8.39 (IH, d, 
J=2.9 Hz). 9.86 (IH. s); 
M5(FAB) m/z: 361 ; 

(mWmi 32) N- [4- (4-t ert-y^^>' 
;^^;^.'i^x;^e^^x>-l— fyp) 7xX;H - (2- 
7pn-5-xbP7xx;p) f;/U7f^^^i K 
4- (4-TSy7xX;U) hf^^i/V- 1 
S t e r t -yf-Zl/XXfyl/ (Tetrahedro 
n Lett,, vol.41, 2000, 385) 

(5. 08g. 18. 3mmol). DMA (5 0m 
L) ^^^X/lz2-9xJn-5-:zh^^MM^9^V H 

(4. 84 g. 2 2. ommo 1 ) imix. mmm 
2iztmLfzi7mizm\ mmBm^t-^ (7.62 

1R$9 0%) i:nfz. 
[0 2 30] Rf 0.56(^^r^fy:ifffiXf';k 1:1. v/ 
v); 

iH NMR(CDCl3, 400MHz,ThB) :d 1.49 (9H. s). 3.13 
(4H, t. J=5.1 Hz), 3.59 (4H. t. J=5.1 Hz). 6.94 (2 

H. d, J=8.8 Hz). 7.53 (2H, d. J=8.8 Hz), 7.64 (IH. 
d. J=8.8 Hz). 7.86 (IH. br), 8.24 (IH, dd. J=2.9. 
8.8 Hz). 8.59(1H. d, J=2.9 Hz); 

MS (FAB) m/z: 460 ; 

(HSfiMl 33) N- [4- (\^^yi^y-l->()U) 
7xX;H - (2-:J^on-5-xbP7xX;^) 

mmmi3 2XW^Lfz. N-[4-(4-tert- 
7'h^>';{^;^^x;Ph-^^S/>- l->f;U) 7x-;l/] 
- (2-^nn-5-xhn7x:::;l/) S H 

(6, 15g. 13. 3mmo 1 ) ^2NiB>fl:;*^/ 

I. 4-i^:^^^ymm lAOmL) izmm^it. 2 0 
^mtmUz. SiC^S5rxf^;l/X--T'yl/rf&^KLTT}§ 
tlSr'^K. 1, A-'Jyt-^^y. x^/px-ryut-^?^ 

uz. 'i^htifzmi^m&^mix. mamit^ 

(5. 17g, IR^9 0%) intz. 

[0 23 1 ] iH-NMR(400MHz,DM50-d6.TMS) :d 3.23 (4 
H. m). 3.37 (4H, m), 7,04 (2H, d, J=8,8 Hz), 7.62 
(2H. d. J=8.8 Hz). 7,88 (IH. d. J=8.8 Hz). 8.33 (1 
H. dd. J=2.9. 8.8 Hz). 8.42 (IH. d, J=2.9 Hz). 9.4 
0 (IH. m). 10,62 (IH. s) ; 
M5(FAB) m/z: 361 (M + H)*; 

(mm\l 34) N~ [4- (4-7-feh^>'7x:i 
;l/) 7xx;|/] - (2-:;'Pn-5-xhn7xx;U) 

(134a) 4- (4-7-bb^v'7xX;W) 7xi;y 
4- (4-7-feh^>'7xx;^) ^hoKy-^y ( j. 
Am. Chem. Soc. , 66. 1944. 1 24 
5) (0. 860g. 3. 34mmo 1 ) S:X:J^y-;^ 

(9mL){Cjg»L. 5%J^y'J^M.-:^-7r.ymM 

(0. i8g) mixmi§iX2mmntfz. mi: 
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1:1. v/v) m\^xnmt. musmt-^m 

(0. 699g. IR*9 2%) 
[0232] Rf O.ni^^^y.mmx.^ll'. 3:1. v/ 
v): 

'H-NMR (400MHz, DMSO-de.TfB) :d 2.312 (3H. s), 3.73 
(2H. br). 6.75 (2H.d, J=8,6 Hz). 7.11 (2H. d. J=8. 
7 Hz), 7.38 (2H, d. J=8.6 Hz). 7.52 (2H,d. J=8.7 H 
z); 

(134b) N- [4- iA-T-th^i^yx-JU) 7 
x-;i/] - (2-^'nn-5--ho7x-/P) 

mmmiSAa-CSmitlA- (4-T-(:bdf>'7x- 
yl.-) r-'jy ( 0 . 6 94 3. 0 5mmo 1 ) . D 
MA ( TmL) ^^>mc2-^'DO-5-:::hDg,&# 
S^'DiJK(0. 87 3 g, 3. 9 7mmo 1 ) Jrffiffl 

(1. 0 3g, IR$8 2%) mfc. 
[0 2 3 3] Rf 0.16('s^-9-y:Si?X^;h 2:1, v/ 
v): 

'H-NMR(400MHz,DMSO-<i6,Tie) : S 2.30 (3H, s) , 7.22 
(2H, d. J=8.8 Hz), 7.71 (2H, d, J=8.8 Hz), 7.71 (2 
H, d. J=8.8 Hz), 7.81 {2H, d, J=8.8 Hz), 7.91 (IH, 

d, J=8.8 Hz), 8.36 (IH, dd, J=2.9, 8.8Hz). 8.49 
(IH, d, J=2.9Hz), 10.82 (IH, s) ; 
MS(FAB) m/z: 411 (M + H)* ; 

(HHfi^l 35) N- [4- (4-th'ndfj^7x- 
7x-;U] - (2-^'nn-5--hD7x-;U) 

mmisAx-mmititi- [4- (A-r-th^'yy 

x-ZW) yx-lV] - (2-^'nn-5--h07x- 
;U) K (0. 882g. 2. 14mmo 

1 ) i^i'y-imWi ( 1 8mL) lc<i}S$-tJ:, 2 5w 

x-mi. mmmix'm<^miBmt-^(o. i 

28g ) iintz. nt>titz'm.mmm\t^ ( o. 

7 28g) SrX^'y-McJn^jSMU, 3aia^ffiL 

LXWMimit^^ (0. 2 6 9 g , IR^3 4 % ) 

tz. 

[0234] Rf 0.09('vdf.-9-y:g^g5xf-;h 1:1, v/ 
v); 

'H-NMR (400MHz, DMSO-de.ThG) :5 6.85 (2H. d, J=8.8 
Hz), 7.49 (2H, d. J=8.8 Hz), 7.60 (2H, d, J=8.8 H 
z), 7.75 (2H. d. J=8.8 Hz). 7.90 (IH. d, J=8.8 H 
z), 8.35 (IH, dd, J=2.9, 8.8Hz), 8.48 (IH. d. J=2. 
9 Hz), 9.53 (IH.s), 10.75 (IH, s); 



hB(FAB) m/z: 369 (M + H)*; 

(llj5Sfl^i36) N- (4-^:?yx;i^*-/i'rsy7 

x-)V) - ( 2-^'DQ-5--bn7x-/P) 

mmssx-^Lfz^- {A-T^/yx~)i) - 

(2-^'00-5--b07x-;l') il)VTf^^^i.Y ■ 
ligif)S(0. 291g. 1. Ommo 1) ?rDMA 
(5mL)tjf^L, h'jxf-;>TSy (0. 209in 
L. 1. 5mmo\) ^ y^9yX)i'ii-s-)WU^)Y 
(0. 116mL, 1. 5mmo \) i:t\itXWiSAZX 

2omm-Ltz. Kmrniz-mmis:^ (i . sm 

L) , * ( 1 5mL) ^tWt. ^ttzK-mmbW.L 
fz. %(>titzm^^^i6iir/'JA yrnhr/wx-r/u-c 

m. m!m\.xmmmt-^^ ( o. 2 1 o g. 5 

7%) mtz. 

[0235] Rf 0.64(^f-Uy^'oy F:^^'y-;k 
7:1. v/v): 

'H-NMR(400Wz.DHS0-d6,TMS) :5 2.97 (3H, s), 7.23 
(2H. d, J=8.8 Hz). 7.67 (2H, d, J=8.8 Hz). 7.89 (1 

H, d, J=8.8 Hz), 8.34 (IH, dd. J=2.9, 8.8Hz), 8.45 
(IH. d. J=2.9 Hz). 9.65 (IH, s). 10.71 (IH, s): 

MS (FAB) m/z: 370 (M + H)*; 
(HJfe^l 37) N- (A-n-^^i^)VT^/yx=. 
)V) - (2-^'on-5--hn7x-;l/) ii)V^^^^ 

mMm5 8X'm&Ltz^- (4-7s>'7x-;i/) - 

(2-^'oo-5--Fa7x-/W) ii)V7f.ir^^ Y ■ 
liSK<S (0. 58 3 g. 2. Ommo 1 ) , p<i'/- 
;W ( 1 OmL) , i^ryAimitt^'^mi-h^J^M, ( 1 3 
8mg, 1. Immo 1 ) fcJ:lXn-'s^l?-f-;l/ 

(0. 288mL, 2. 4mmo 1 ) S-figffltT, HSfi 
mi 1 5{cfBiB^L;^c:^&{c^i^^,^, ;8;Stt-ft^ftt LTS 
ieifl<Kb^!t*) ( 0 . 2 4 7 g. 1R$3 3%) mtz. 

[0236] Rf 0.56('v^-!fy:itSxf-;h 1:1, v/ 
v): 

>H NMR(CDCl3, 400MHz, TMS) :^ 0.91 (3H, t, J=7.3 H 
z), 1.30-1.65 (8H, m). 3.12 (2H, t, J=7.3 Hz), 6.6 
2 (2H, d, J=6.6 Hz), 7.40 (2H. d, J=6.6 Hz), 7.64 
(IH, d, J=8.8 Hz), 7.66 (IH, br). 8.24 (IH, dd, J= 
2.2. 8.8 Hz), 8.60 (IH, d. J=2.2 Hz); 
MS(FAB) m/z: 375 M*; 

(mtmi 38) N- [4- (N, N-i/-n-'sdfi^ 
;U75y) 7X-/U] - (2-^'an-5-:^h07x 

mmi 3 7t*}v^T, i&tmit^b Lxmiswat 

-^(0. 1 6 2g, IR^18%) 
[0 23 7] Rf 0.79('Sd(-9-y:PiJxf-;l/, 1:1, v/ 
v): 

iH NMR(CDCl3. 400MHz, TMS) .d 0.90 (6H, m), 1.26- 

I. 38 (12H, m), 1.52-1.62 (4H. m). 3.26 (4H, t. J= 
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7.3 Hz), 6.63 (2H, d, J=9.2 Hz). 7.42 (2H, d, J=9. 
2 Hz), 7.62 (IH. br). 7.63 (IH. d, J=8.8 Hz). 8.24 

(IH. dd. J=2.9.8.8 Hz), 8.60 (IH. d, J=2.9 Hz); 

(Hife^ll 39) N- [4- (3, 5->^-tert- 
y-?-;i'-4-t Hn^v-7x-;l') f-Ty-;i'-2--f 
- (2-^'Dn-5--hP7x-;l') AJi^^^^-f 

(139a) 2-r5y-5- (3. 5-x-tert 

1- (3. 5-y-te r t-7"f-^;U-4-hh'n^ 
>'7x-;W) -2-yotX^'>'-l -^y (9. 81 
g. 3 0mmo 1 ) S-T-fe h >5 OmLt^»Lfc+ 

f-^i-'^rl^r (4. 5 6g. 6 0mmo 1 ) iMt. 

mimit^^ ( 8 . 9 2 g , mm 8%) mtz. 

[0 2 38] iH-NMR (400MHz, DMSO-dfi.TMS) :$ 1.40 (9 
H, s). 6.71 (IH, s.), 6.96 (2H, s). 6.97 (IH. 
s.), 7.52 (2H, s,): 

(139b)N- [4- (3, S-x-tert-y-f . 
;l'-4-fch'0^j^7x-;l') -f-rV-;l'-2-'f 
;H - (2-^'0^-5--^07x-/^) 
$>' 

^Wl39a-C8BiUv:2-T5/-5- (3. 5- 

i^'-t e r t-7"f-f-;l'-4-tKadf j^7x-;l^) ^ 
7V-;l' (0. 3 2g. 1. 0 3mmo 1 ) , DMA 

oUhMO. 2 5g. 1. 1 3mmo 1 ) SrffifflLT. 

mm2^zMmitiirmz%^\ WBsmt^^ ( o. 

446 g, JR^8 8%) 

[02 39] 'H-NMR(400MHz.DHS0-d6,TMS) :^1.42(9H, 

s), 7.11 (IH. s), 7.53 (IH. s) . 7.65 (IH. s) 
, 7.90 (IH. d, J=8.9 Hz) , 8.37 (IH. dd. J=2.8, 

8.9Hz) . 8.59 (IH, d, J=2.8); 
{mm40)ii- (e9>''V-2-'f;W) - (2- 

^Da-5--bn7x-;P) F 

2- 7Syt7v>' (0. 297g. 3. 13mmo 
1). DMA (5mL) ^<i.tJf{C2-:?'DD-5--h 
oS,e.#g?:?D'J K (0. 833g, 3. 79mmo 

1 ) SriSfflLt, ll)5S^Jl{ciBML^v::^ffitcls!v^5fE$- 
tf-^-fc. raSMMW* ( 1 OmL) . tK ( 1 Om 
L) ^r<bmci^iJX^;K2 0mL) SrjDiT^iBlU 
#'bfL;t*1gUlSr^lSL, fi&la:ft»S* ( 1 OmLx 

ailiOiW^k^S:, v'iJ*y;W;^7-4.^'n^h^77 
^- (><f-Uy^a'J H : ifi?x^;P, 1:5V/ 
V) SrfflV^TfSISU. UfaaWb^ (0. 2 7ing) 

•li-. rwiait, ( 0 . 1 8 g. iR$2 



1%) 

[024 0] 'H NMR(CDCl3. 400MHz,TMS) : 5 7.71 (1 

H. d, J=8.8 Hz). 8.31-8.35 (2H, m). 8.47 (IH. d. J 
=2.5 Hz) d 8.62 (IH, bs), 8.68 (IH. d. J=2.7 H 
z),d 9.68 (IH, bs; 

(HMfi^l 4 1 ) N- (6-:>(^)l^KyYi-7V-)U- 
2-^)V) - (2-^'nn-5--hD7x-yl/) ^Jr;!^ 

2- 7Sy-6-;<f-;P'<.yVf-Ty'-yK 0. 3 0 
g. 1 . BOmmo 1 ) , DMA ( 5mL) t^^L. 
■fCtCDPPA (0. 44mL, 2. Ommo 1 ) , h 
yx^;l/T5y(0. 28mL. 2. Ommo 1 ) 
t>'t2-^'nn-5-:;FP$A#gt (0. 37g. 

I . 82mmo 1 ) iMt. -mmiTmLfi. 11*1 

m(> 2 1 mz>mLx-mm%imi\L-^mimfz. 

b/77-f- (^^-ty :g^itxf-;P, 5:1 V/ 
V) SrfflV^T»S!L. i(ieB£Wb^(0. 19mg) 
Zfi^'J^ y rntr^ux-Tyk+T'Ii-fbS-ii-, 

rKiaiL. siesw-fb^ ( o . 1 4 g. ir$2 i 

%) 

[0 24 1 ] 'H-NMR(400MHz.D>B0-d6.TI>B) -.d 2.44 (3 
H, s).d 7.30 (IH, d, J=8.3 Hz),57.69(lH, d. J= 
8.3 Hz), a 7.84 (IH, s). 5 7.92 (IH. d, J=8.9 H 
z), 8.39 (IH, dd, J=2.8, 8.9 Hz), 8.64 (IH, d. J= 

2.8 Hz); 

(^M0II142) N- [3- {A-h^})V7^yX)V:^. 
7xx;l/] - (2-^'Pn-5-xho7xX 

3- (4-^'J;^r5y^;^*x;^) r-'jy (o. 4 

Og. 1. 52mmo 1 ) . DMA (5mL) ^^VHZ 
2-^np-5--bP^,t,#i?:7pi;K (0. 3 9 

g) imix. mm2{zimu.zmizm\ sie 

SWt-^m (0. 6 5 g. 1K$9 6%) mfz. 

[0 24 21 'H NMR(CDCl3, 400MHz,TMS) :S 2.78 (3 
H. s), 6.62 (IH, s), 6.95 (2H, d,J=8.4 Hz), 7.05 
(2H, d, J=8.4 Hz), 7.43-7.50 (2H, m), 7.66 (IH, d. 

J=8.8 Hz), 7.94 (IH, s), 8.02-8.05(lH. n), 8.26- 
8.30 (2H, m). 8.58 (IH, d, J=2.7 Hz); 

mmmi43) 3- (2-^'pp-5-xhD'<.yy 

N- [3- (^hdri/-/r/l'--Kx/k) 7x-;l^] - (2- 
^'PP-5-xFP7x-;l') ;&;l//K4f-tS K-3-7 
S yS-S«S;<^;l/X;?.f-;l' ( 5 . 3 g ^ 3 5 mm o 
1 ) , DMA (50mL) ^:<i.tJffc2-^'PP-5-x 

hu%m^^ p 'J K ( 8 . 4 9 g ) im IX , mm 
m2iziimit:iimzm\ mismt^ ( i o. s 

9g. IR^9 3%) iWz. 
[0243] IH NMR(CDCl3, 400MHz, TMS) :53.94(3 
H. s). 7.51 (IH. t, J=7.9 Hz), 7.68 (IH, d, J=8.8 
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Hz), 7.89 (IH, d. J=7.9 Hz). 8.04 (IH. d, J=8.8 H 
z), 8.15 (IH, bs). 8.29 (IH, dd. J=8.8, 2.7 Hz). 
8.64 (IH. d. J=2.7 Hz); 

(Ilji0«i44) N- [4 - (4-^'J;^T$y;^;^5^ 
7i-;H - (2-^'nD-5-x.hn7x- 

4- (4-hU7i/T5y:^;w*-;i') T-'Jy (0. 2 

63g, 1. 00mmol),DMA(5mL) ^t>lf 
t:2-^pn-5--hD$SSS!:7o'J K (0. 24 

3g) ^ffifflL-c. ^^j2(ciet8Uc^ratct^^\ 1 

EBW-ft^CO. 37 5g, JR*84%) Srf#/i, 
[0 244] iH NMR(CDCl3. 400MHz,TMS) ;5 2.29 (3 
H. s), 6.36 (IH, s), 6.% (2H, d.J=8.3 Hz), 7.07 
(2H. d, J=8.3Hz), 7.67-7.70 (5H, m), 8.09 (IH, 
m), 8.30 (IH, dd, J=2.7, 8.8 Hz), 8.61 (IH, d, J= 
2.7 Hz); 

(IIMW14 5) 3- (2-^'on-5--ho'<.>'y 

'f/PTsy) m^m 

mmmiAsx-m^uzs- (2-i'va-5--=.ho 

KyY-^jl^ny) $-&#g!;<^;^x;;^T;^ (10.3 
2g, 30. 8mmo 1 ) xjfdfify (1 OOm 

&T. 1 Nis^ ( 5 omL) ^mwjiizxmmuz. 

(9. 7 2g, 1R$9 8%) intz, 

[02451 'H-NMR(400MH2.DMSO-d6.TMS) : 5 7.51 (1 
H, t, J=8.0Hz), 7.71-7.74 (IH.m), 7.89-7.92 (2 
H, m), 8.33-8.42 (2H. m), 8.52 (IH. d. J=2.7 H 
z), 10.90 (IH, s); 

(^Mi?iJl46) N- (\^*Ji^y-4-^)U) - (2- 
^'ou-5-~hn7x-/k) ^^/P^^^fSH 
4-rS/eijxy (0.421g).DMA(10m 
L) ^4>l/t2-:7nn-5--hoS,i.#e^'o'JH 

(1 . 0 8 g ) J: 0 . m&m 1 izmiitziTmizm\ 

0. 7 88gc0 (eUvy-4-^;P) - (2-^'nn 
-5--^^7x-;^) ;<?;l^;Jf^-9-5 H$:#7t. ff^>tl 
t: {\i^)Vy-A-^)V) - ( 2-:J'Dn-5--hn 
7x-;l^) i})V:\i^^^Y (0. 657g, 2. 37m 
mo 1) Sr, 'J:^^^y ( 1 OmL) {CrgPts -^-Clt: 
4 N -lB^bKS/i^'=t=^^^>-?SffiSrjSiO Uz, 1 

lli, x-T'/l. (1 OmL) ?:SP;1, «ftlJL/i^ft*r 
$2^t, SIBgfWb-^ (0. 7 3g, l|ili?9 8 
%) iWc. 

[0246] 'H-NMR (400MHz, DMSO-dg.TMS) -.8 7.96 (1 

H, d, J=8.8 Hz), 8.20 (2H, d, J=7.0 Hz), 8.42 (IH, 
dd, J=2.8, 8.8 Hz), 8.68 (IH, d, J=2.8 Hz), 8.80 
(2H.d. J=7.0 Hz), 12.25 (IH, s); 

1. mmi4i) N- [4- (ty>''y-2-'f;w) 7 
x-;u] - (2-^'oa-5--hn7x-/U) ii)Vilf. 



4- [ (h'ijv'v-2--f;w) 7x-;P] r-yy -ffi 
Hifi 0. 320g, tf'Ji^'y 5mLJ3i:V2-^n 
o-5--hn^,ft#e^oUh-0. 347gJ:i).ll 

stM68{ciaiiSL^w*i*{:t^v^N- [4- (tUi^'y- 

2— f;P) 7X-7H - (2-^'no-5--ba7x 
^)V) iilVif^^^^ H ( 0. 3 8 8 g ) <^«gfi5-^fe. 
nhtitzn- [4- (eui^>-2-^;i-) 7x-;i'] 
- (2-^^00- 5 --ho7x-;P) H 

(0. 522g. 1. 474mmol). 

(1 OmL) , fcJ:V4N-JI'ffc;i<^/>''^^i;-y 

(0. 46mL) iO, lli6«?ij6 8tP!«^:^T«iB 
B6<)-<1:^(0. 5 7g, IR*9 9%) Srfl^^w. 

[0247] iH-NMR(400MHz,DNS0-d6,Tt6) -.8 l.frl.l 

3 (IH, m), 7.92 (2H. d, J=8.8Hz), 7.93 (2H, d, J= 
8.8). 8.16 (2H, d, J=8.8 Hz), 8.23-8.26 (IH, m), 
8.30-8.34 (IH, m), 8.37 (IH, dd. J=2.8, 8.8 Hz), 
8.53 (IH. d, J=2.8 Hz) 8.77-8.79(lH. m), 11.09 (1 
H,s) ; 

(IIJfiWl48) N- [4- (tr'Jv>-3-'f;P7S 
Jij)V^.-)V) 7x-;l'] - (2-9UU-5--YU 

7x~JV) ^JVm^^ K 

(148a) N- (4-Xb^>-;<?/P/Kr:;P7x-;l^) 

4 -T 5 y S,&#i?xf•;^xXr/^ ( 9 . 8 8 g ) . D 
MA (5 OmL) ^i^y^C2 OO- 5 ho^l. 
SH^J-nU F(14. 47g)<J:0. mm2^zimL 

tz-m^zmMtim^-^ 20.33 g^oteASr^ 

tz. 

iH-NMR(400MHz,DM50-d6.TMS) .S 1. 33 (IH. 
t. J = 7. IHz). 4. 31(2H, J = 7. 
IHz). 7. 85 (2H. J = 8. 7Hz ) , 
7. 9 1 ( 1 H, d, J = 8. 8Hz) . 7.99 

(2H, d, 8. 7Hz) , 8.36(lH,dd, 
J = 8. 9. 2. 8Hz) , 8. 53(1H, d, J 
= 2. 8Hz) . 1 1. 05 ( IH. s) 

(148b) 4- [ ( 2-:7an-5--h07x- 

m^miASaX'^fSLLfz^- (4-x^d(-i^^yU^- 
iV-y^—fV) - (2-^nn-5--ho7x-;W) ^ 
)Vif^^^i H ( 1 9 . 5 5 g ) S:->'5r^-9-y (10 0m 
L ) ^zmm 1 N -^KlSft-f h U -^A^j^jS 

( 8 4 m L ) SrJDX 3 a ra^iST'ScS Ltz . mMi 
m.Tmk LfzVA. * ( 3 0 0 m L ) it\\t , 
T, IN-ffliWt (9 0mL) 2:}BW«jft^. ^ 
Ltzmi^^WmmL. BWA:^* (17. 5 9 g ) S: 

iH-NMR(400MHz,DNSO-d6,TMS) :ff7. 82 (2H, d, 
J = 8. 7Hz). 7. 91 (IH, d. J=8. 8H 
z) . 7. 97 (2H. d, 8. 7Hz) . 8. 3 
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6 (IH. dd, J = 8. 8 2.8Hz), 
8. 52 (IH, d, J = 2. 8Hz) , 11.0 
1 ( 1 H, s) 

(148c) N- [4- (tiJv'y-S -'f/l'TSyX^ 
7x-;H - (2-^'oa-5--hP7* 

mmmi4 8hX'n(:>tlfi4- L (2-f'an-5-~ 
hvy ji-jl) :^)l'ii'.~Jl'7 5 J ] $-R#iS (0.52 
3g, 1. 63mmol)SrDMF(10mL) 

wsc(o. 39g) ^'c>wc3-rs/f'jxy 
( 0 . 1 5 g ) i:mi. mw,x'4msmnuc. Km. 

(CfSWaW^K ( 3 0 m L) ^ 4>tXtCg^gSX-f-;l. ( 5 0 m 
L) $-Jp<c-C^?SU>:. tfiti/ci&iaSSrta-liL, m 
■kSyH (2 0mLx2) T-a^t. mAi^mi-VW^J^ 

2 0:1 v/V) S-fflv^-C»S?LJt1^, »i?x-f 
;w-cm$ii-, rJRKtlt. SIESW^b^ (0. 3 0 

[0248]! H-NMR(400MHz, DMSO-dg ,TMS) : 5 7. 40 (1 
H. dd. J=4.7, 8.3 Hz). 7.87 (IH.d, J=8.7 Hz). 7.92 

(IH.d , J=8.8 Hz), 8.04 (2H, d, J=8.7 Hz). 8.18- 
8.22(1H, m), 8.32 (IH, dd, J=4.7, 1.4 Hz). 8.37 (1 
H, dd. J=2.7, 8.8 Hz). 8.54 (IH, d. J=2.7 Hz), 8.9 
4 (IH, d. J=2.4 Hz), 10.39 (IH, s), 11.02 (lH,s); 

(IIM^149) N- [2- (4-;<^;Kyy-^;UT 
5/) '<.yyf-ry-;i^-6-^;H - 

(14 9a) 2- (4->-?-;U'<.yy'^/U7Sy ) -6 

2-r5y'-6--hn'<.yv-f-ry'-;K6. 4 4 
g, 3 3mmo 1 ) , DMA (4 5mL) . ^f>t^tC4 
-;<^/US-@.#^7a'J K (4. 8 0mL) 2riafflt 

(9. 8 8g, IR$9 6%) ^Wz, 

[0 249] iH-NMR(400MHz,DMS0-d6.THS) 2.41 (3 
H. s). 7.39 (2H. d, J=8.2 Hz). 7.90 (IH. d, J=8.9 
Hz), 8.08 (2H, d, J=8.2 Hz), 8.25 (IH, bs), 8.30 
(IH.dd, J=2.4, 8.9 Hz), 9.06 (IH, d, J=2.4 Hz); 

(149b) 6-T5y-2- ( 4 -;<f-;K>-y'f /I' 

rsy ) '^i^yf-ry-yi- 

^SIMl4 9aTS3tt^c2- (4-)>-'r)\'<yV^J\' 
TS/) -6-:::bD'<.yy-?-Ty-;K3. 20g, 
10. 2mmo 1 ) SrTHF ( 1 50mL) fcjS»FU, 

^z.^zwc~''/'r)v (II) Ts-mm ( 4 . 8 5 g ) ^ 

<9t^i:*m*'>lg-?- V^)-^J^K\. 5 5s) 
JL^lV (20 0mL) ^<i>mctainaW* (200ni 



( 2 OmL X 2 ) X-TmL. V U '^At'Kjg 

t:. ^hfit:'mMtiii^vru\^)VJi-Tiv^xmt 
f^, FKI^jit. SIBBft^Kt^ ( 1 .• 5 0 g, IR$5 
2%) S:t#7t, 

[0 25 0] iH-NMR(400MHz,DM50-d6,TMS) -.d 2.40 (3 

H. s). 5.20 (2H. bs). 6.74 (IH.dd. J=2.2, 8.6 Hz). 
7.04 (IH, d, J=2.2 Hz), 7.36 (2H. d, J=8.2 Hz), 

7.45(1H. d. J=8.6 Hz), 8.01 (2H. d. J=8.2, Hz); 
( 149c ) N- [2- {A-}i^)V^>Y^)VT^ 
J) <yYi-7Y-fV— 6-^/1^1 - (2-i'OP-5 

ieteCTl4 9b-CiiJSL)t6-rsy-2- (4-^f- 
j\^KyY-( i\^T 5 y ) KyY^7Y-)\^ ( 0 . 3 0 g , 

I. 04mmol).DMA(5mL) ^^>t/lc2-:7 
nD-5--hoS-i.#i?^'DU F (0. 26g, 1. 
2 0mmo 1 ) SrffifflLT, lliH?<2KE«Lfe:frffitC 

m\ w^Msmt^io. 4 1 g. iR*8 6%) m 

[025 1 ] iH-NMR(400MHz.DMSO-d6,TMS) .d 2.40 (3 
H, s), 7.36 (2H, d, J=8.1 Hz), 7.64 (IH, dd, J=2. 
0. 8.7 Hz). 7.75 (IH. d. J=8.7 Hz), 7.91 (IH. d. J 
=8.9Hz). 8.05 (2H. d. J=8.1 Hz). 8.36 (IH. dd, J= 
2.8, 8.9 Hz), 8.43 (IH, d,J=2.0 Hz). 8.50 (IH, d. 
J=2.8 Hz), 10.86 (IH, s); 
MS (FAB) m/z: 000 (M + H)*; 

(HMWl 50) N- [4- {A-Xi')lK.y^yX)V 
;}>-;Wr5/) - (2-^'^o-5--h^ 

7x-;U) il)V^^^^\\^ 

4- (4-xf-;l/^y-fe'>'X;P*r:;|,75y) T-UV 
(0. 37g, 1. 35mmol),DMA(5mL) 

^<?>mc;2-^'Dn-5--bo^,f.#K^nD H 
(0. 3 3g.. 1. 4 8mmo 1 ) SrisEfflUT, mm 

2^ztmLrz-miz^\'\ sffisw^t^ (0.56 

g, 1R*9 0%) mtz, 

[0 2 52] Rf O.OOCs^-y-yii^Kxf-yl^, 9:1. v/ 
v); 

'H-NMR(400MHz.DMS(}-d6,TMS) -.S 1.16 (3H, t, J=7.6 
Hz). 2.65 (2H. q.J=7.6 Hz). 7.10 (2H. d. J=8.9 
Hz), 7.39 (2H, d. J= 8.4 Hz). 7.55 (2H, d, J=8.9 H 
z), 7.66 (2H. d, J=8.4 Hz), 7.87 (IH, d, J=8.8 H 
z), 8.32 (IH. dd, J= 2.7. 8.8 Hz). 8.42 (IH. d. J= 
2.7 Hz), 10.16 (IH, s). 10.63 (IH. s); 
{^mi 5 1 ) N- [4- {\::^^}i;tVXlVilr^-jV) 
7x-;H - ( 2-^'on-5--hD7x-;W) inv 

4 - ( tf'^i y -jjvxji'iir^^.jv) T- 'J y ( 0 . 2 7 g , 

1. 1 2mmo 1 ) , DMA ( 5mL) !5:<i>WC2-^' 
nn-5--ho5.&#iS^'n'J H (0. 2 7g. 1. 
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[02 5 3] iH-NMR(400MHz,DMS0-d6JMS) :d 1.36-1. 
39 {2H, in). 1.52-1.58 (4H, m). 2.88 (4H, t, J=5.3 
Hz). 7.75 (2H. d, J=8.9 Hz). 7.92 (IH, d. J=8.8 H 
z), 7.94 (2H, d. J=8.8 Hz), 8.37 (IH. dd. J=2.7. 
8.9 Hz). 8.54 (IH, d. J=2.7Hz): 

(^MM 1 5 2 ) N- [ 4 - ( b'u u f/;^x;^7^-7^) 
yxzzjl'} - (2-:?^oo-5-~hn7x::^;l/) 

4- (tro'J>^V^X;I/*:i;l^) r:::Uy (0. 27g. 
1. 1 9mmo 1 ) . DMA (4mL) ^^>i;^t2~^^ 
on-S-^hn^ASS^^'nUK (0. 31g. 1. 

4 3mmo 1 ) imix. mtmni^zimifzumiz 

/to 

[0 2 54] iH-NMR (400MHz, DMSO-dfi.TMS) id 1.63-1. 
68 (4H. m), 3.14 (4H. t. J=6.7Hz), 7.83 (2H. d. J 
=8.8 Hz), 7.92 (2H. d. J=8.8 Hz), 7.94 (IH, d. J= 
8.9Hz). 8.37 (IH, dd. J=2.8, 8.9 Hz), 8.55 (IH, d, 

J=2.8 Hz), 11.13 (IH. s); 

immi 53) N- [4- (^)Ut^^Jy-4-^/U- 
X)l:t:zz)U) y^c.zz.ju'i - ( 2-^'nn-5-:::hn7 

4- (^:;U7^y y- 4-^/1/ -xyl/4^:i;l/) T:^Vy 
(0. 28g. 1. 1 7mmo 1 ) . DMA (4mL) 

(0. 3 1 g. 1 . 40mmo 1 ) ^mtx . mtmi 
2iziimuzum^zm\ mimit-^mio. se 

g. IR^7 3%) iWz. 

[02 55] iH-NMR (400MHz, DMSO-dg JMS) :d 2.87 (4 

H, t, J=4.6 Hz). 3.64 (4H. t, J=4.6 Hz). 7.77 (2H, 
d, J=8.8 Hz), 7.92 (IH. d, J=8.8 Hz), 7.98 (2H, 

d, J=8.8 Hz), 8.37 (IH, dd, J=2.7, 8.8 Hz), 8.55 
(IH, d. J=2.7 Hz); 

{^mmi5 4) N- [3- (}^uV'JflX)Ut^c,)]^) 
7x-yp] - ( 2-^'nn-5-::.hn7x::.;W) ;5ryP 

3- (t^DUi/>;?.;^;^-;^) r^yy (0. 23 g. 

I . 0 2mmo 1 ) . DMA (4mL) ^^mz2-^ 

nn-5--hnS,R#Ki?'nU H (0. 27g. 1. 
2 3mmo I ) ^figfflLT, mm\2izimuziimiz 

m\ mmmt^miO. 3 9g. iR$9 3%) 
fz. 

[02 5 6] ^H NMR(CDCl3, 400MHzJMS) :d 1.77-1.8 
1 (4H, m), 3.24 (4H. t, J=6.8 Hz), 7.55-7.62 (2H, 
in). 7.68 (IH, d, J=8.8 Hz), 8.19 (IH, d, J=7.6 H 
z). 8.29 (IH. dd. J=2.7, 8.8 Hz), 8.59 (IH, d. J= 
2.7 Hz); 



immil 5 5) N- (4-r-lrf^;U7x:i;U) - (2 
-^ua-5-zzhvyx:zjU) ;<?;P;K^'^$K 
4 -r-fef-Zl^r^^UV (7, 0 4 g. 5 2. Immo 
I ) , DMA (70mL) ^^>lXt2 -:^^pn- 5 
hv^cMMM^aV, K (1 3. 2 g. 60mmo I ) i 

mmix. mm2^zimuzumm^\ mamit 

^(16. 4g. IR$9 9%) mtz. 
[0 2 57] lH-NMR(400MHz.D^60-d6.TMS) :d 2.61 (3 
H. s). 7.68 (IH, d. J=8.8 Hz), 7.77 (2H, d, J=8.6 
Hz), 8.01 (2H, d, J=8.7 Hz). 8.14 (IH, bs). 8.29 
(IH.dd, J=2.7, 8.8 Hz), 8.63 (IH, d, J=2.7 Hz); 

immmi 5 6) n- o-r^f-ji^y^zz)],} - (2 

-:;'np-5-:::h07x::^;^) AJl^t^^^iV 
3 -r-fef';^r-ll>' (7. 44 g. 55. Ommo 

I ) . DMA (75mL) ^^>t/tC2 -^nn- 5 
bo^.t#»:^nU H ( 1 3. 9g. 6 3. 3mmo 

I ) ^mix. mmm2izimuziom^zm\ mi 

BW^b^ (17. 4g. 1R^9 9%) imz. 
[0 2 58] ^H-NMR (400MHz. DMSO-dg.TMS) : d 2.63 (3 
H, s), 7.53 (IH, t, J=7.9 Hz), 7.69 (IH, d, J=«.8 
Hz). 7.80 (IH, d, J=7.9 Hz), 8.03-8.06 (IH. m), 8. 

II (IH. bs), 8.13 (IH, bs), 8.29 (IH, dd. J=2.7. 
8.8 Hz), 8.64 (IH, d, J=2.7Hz); 

(I^JfeMl 57) N- [4- [ (3. 5-i^'-tert 
-yf.;p-4-t HD:3ri^OVW;U) TSy] 7x:i 
;H - (2-:?Dn-5-:::ho7x:::;P) ^Jl^rf.^^ 
5 K 

4- [(3, 5-i/'-tert-7'f-;^-4-tKD^r 
iyKyY^JV) 75 y] T:iUy (0. 4 4 g. 1. 2 
9mmo 1 ) , DMA ( 5mL) ^^mz2-i^uu- 

5- -hPS.&#S?^'D>JK (0. 34g. 1. 54m 

mo\) ^mmix. mmm2i,zmmifziimi,zvi\\ 
sieaw^L^!B9(o. 6 3g. iR$9 3%) mtz. 

[02 5 9] iH-NMR(400MHz,DM50-d6,TMS) :d 1.44 (1 
8H, s). 7.51 (IH. bs), 7.65-7.73 (6H, m), 7.90 (1 
H, d. J=8.9 Hz). 8.34 (IH, dd. J=2.7, 8.8 Hz). 8.4 
7 (IH, d. J=2.7 Hz). 10.06 (IH, s), 10.68 (IH. s) ; 
MS (FAB) m/z: 524 (M + H)^ 

imtmi 58) N- [4- (^;^*ijy-4-"<;l'- 
^}l^7t(-)U) 7x::::;l/] - ( 2-:?'Pn-5-:::hn7 

4- y- 4 --f /^;K:i;U) T-Uy 

(0. 31g, 1. 50mmol). DMA (5mL) 
^^hmz 2-:;^DP-5-:::h \J^cMMi^^ P V V 

(0. 40g. 1. sommo 1 ) imtx. mm 
2 ^zimifziTmizm\ mmm^t^m ( o . 57m 
g. iR$9 7%) inrz. 

[02601 iH-NMR(400MHz,Dh60-d6.TMS) : d 3.48-3. 
61 (8H, m), 7.45 (2H. d, J=8.5 Hz). 7.77 (2H. d, J 
=8.6 Hz), 7.91 (IH, d, J=8.8 Hz), 8.35 (IH, dd, J= 
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2.7.8.8 Hz), 8.49 (IH. d, J=2.7 Hz). 10.90 (IH, 

s): 

MS(FAB) m/z: 390 (M + H)* ; 
(Ilte0!1159) N- [4- (tf'^t/>'VU;i!^;l';K-;U) 
7x~j\^] - (2-^no-5--hn7x-yW) //Jl' 

4 - ( t^u \;)Vhtvif^~)V) r-'j y ( 0 . 3 1 

1. SOmmo 1 ) , DMA (5mL) t£hlS\,Z2-9 
DD-5--hDS,&#i?^'P'JH (0. 4 0g, 1. 

sommo 1 ) 5:is6fflLT. mym^^zimuz-Hmz 

SieS«Kb-^(0. 4 9g, IR$8 5%) m 

ft. 

[026 1] 'H-NMR (400MHz. DMSO-ds.TMS) -.8 1.51 (4 
H, m). 1.62 (2H, n). 3.50-3.56 (4H. m). 7.41 (2H. 
d, J=8.4 Hz). 7.76 (2H, d. J=8.4 Hz), 7.91 (IH, d, 

J=8.8 Hz). 8.35 (IH, dd, J=2.7, 8.8 Hz), 8.49 (1 

H, d, J=2.7 Hz), 10.88 (lH,s); 
MS(FAB) in/z: 388 (M + H)* ; 

( 160)N-[4-(troy l/lVi]lVif---}V ) 
7x-;l'] - (2-^'nn-5--ho7x-;l.') 

4 - ( f D U =J)U^/\^^.=.Jl^ ) T-U y ( 0 . 2 9 g > 

I . 50mmo I ) , DMA (5mL) Kpht/liZl-i' 
un-5--ho^,%^^oVV {0. 4 0g, 1. 

8 0mmo 1 ) ^mix. mmm2izteMifzifmz 
m\ mmmt-^io. 47 g. ma 3%) m 

rz, 

[02 6 2] iH-NMR(400MHz,DMSO-d6, IMS) id 3.31-3. 
40 (4H. m), 3.40-3.49 (4H, n), 7.56 (2H, d, J=8.5 
Hz), 7.76 (2H. d, J=8.5 Hz), 7.91 (IH, d, J=8.8 H 
z), 8.35 (IH, dd, J=2.6. 8.8 Hz), 8.50 (IH, d, J= 

2.6 Hz); 

MS(FAB) m/z: 374 (M + H)* ; 
(HISMl 6 1 ) N- [3- [ (3. S-i/'-tert 
-7'^/l/-4-t Va^i^yx-fV) 7Sy^;i';^- 
7x-/^] - (2-^'on-5--ha7x-yi/) 

3- [(3. 5-i^'-te r t-y^;l/-4-tHndf 

x7x-;l-) r 5 T-ijy (0. 3 6 

g, 0. 95mmo 1 ) . DMA (4mL) ^WI,Z2 
-^'on-5--hnS,&#i!^'D'JK (0. 25g. 

1 . 1 4mmo 1 ) i:mix. mmm2izimitci] 
mtz. 

[02 6 3] iH NMR(CDl3 , 400MHz) :8 1.32 (18H, 
s), 6.30 (IH. s), 6.76 (2H, s), 7.44-7.48 (2H, m). 

7.67 (IH. d. J=8.8 Hz), 8.10 (IH, d, J=7.7 Hz). 
8.29 (IH, dd. J=2.7, 8.8 Hz), 8.29 (IH. bs). 8.58 

(IH. d, J=2.7 Hz); 

(llilS«?!|162) N- [3- [ (3, 5-x-tert 



-yf-;U-4-hKn^x'<.yV'-^yl/) 757] 7x- 
;U] - ( 2-^*00- 5--hn7x-;l.) 

3- [(3, 5->''-tert-7'f-/l'-4-th'Ddf 
i^^yY^)\^) 75^] 7~Uy (0. 48g, 1. 4 
Ommo 1 ) , DMA ( 5mL) ^<9i;ftC2 -^uo- 
5-:iho^<&SK^nyH (0. 37g. 1. 68m 

mo I ) ^mmix. mmm2^zMmifzijmizm\,\ 
mmsmt^m (o. eeg. um9o%) mtz. 

[0 264 ] iH-NMR(400MHz,DMS0-d6,TNB) -.8 1.49 (1 
8H, s). 5.65 (IH. s). 7.38-7.40(2H. n). 7.53-7.55 
(IH. m). 7.60 (IH, d, J=8.8 Hz), 7.64 (2H. s). 7.7 
8 (IH. s). 8.08 (IH. s). 8.19 (IH. dd. J=2.7. 8.8 
Hz). 8.26 (IH. bs). 8.53(1H. d. J=2.7 Hz); 

mmi 63) 4 - [4- [ (2-^'an-5-:ih 
n7x^;|/) ;*;P-1<-;l-7Sy] 7x::^;l-] yx-iV-- 

(2-i'va-5--htiy 3.-/1') ^lU^^^^S. K 

4- (4-75y7x:i;P) 7-U>' (0. 875g, 
4. 7 5inmo 1 ) , DMA ( 1 OmL) ^(>X/I,Z2- 
^on-5--hnS,&#iS^'a'J K (2. 30g. 1 

0. 5mmo 1.) srffifflLT. mtm2izMmuz-m 
(c«v\ mmmit-^m ( 2 . 4 9 g, m9 5%) i 

[0 26 5] 'H-NMR(400MHz,DtB0-tl6,TIC) -.8 7.72 (4 
H, d, J=8.7 Hz). 7.81 (4H, d, J=8.7 Hz), 7.91 (2H, 

d. J=8.8 Hz), 8.36 (2H, dd, J=2.8, 8.8 Hz), 8.49 
(2H.d, J=2.8 Hz), 10.81 (2H, s); 
MS(FAB) m/z: 551 (M + H)* ; 

(li»J164) N- [4- {4-}ii-)V\;^y'J>- 

1— </P-;{?/I^,-K:iyi/) 7x-;l'] - (2-?'oo-5 
--Vuyx-lV) aiViS^^^^ H 
4- {4-?t.'i-)V\:^y=Jy-\-^)V-AlVi)^~)V) 
7-Vy (0. 33g. 1. 50mmol), DMA 

(5mL) ^/^t^t:2-^'OD-5--hu^,g.#i?^' 
nUF (0. 4 0g, 1. SOtnmo 1 ) SrffiffltT, 

mm2tztmttzijm^zm\ meaw^b^ (o. 

5 4 g, IR^8 9%) mtz, 
[0 26 6] iH-NMR(400mz.DMS0-d6,TMS) iS 2.32 (4 
H, m). 3.34-3.59 (4H, m), 7.42 (2H, d. J=8.6 Hz), 
7.T7 (2H, d. J=8.6 Hz), 7.91 (IH. d, J=8.8 Hz), 8. 
35 (IH. dd. J=2.7. 8.8 Hz). 8.49 (IH, d, J=2.7 H 
z), 10.89 (IH, s); 
MS (FAB) n/z: 403 (M + H)*; 

{mmmie5) n- [4- {4-yx~)U}^^^ify 
-l->f;^-/?/^;^^.=.y^) 7x-;H - (2-^'nn- 
5 -- h D 7 1 ) 5 H 

4- (4-yx~lU\^^yi^y-l-^lU-/HV}t(- 
ll) yx—)V (0. 42g. 1. 50mmo 1 ) , DM 
A (5mL) ^r(;>WC2-:7Dn-5--hD^.S.#i? 
(0. 40g, 1. 80mmo 1 ) S-figfflL- 
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(0. 66mg. IR*95%) ^fz. 

[0267]^ H-NMR (400MHz, DMSO-de JMS) :d 3. 18 (4 

bs), 3.55-3.74 (4H, m). 6.82(1H, J=7.2 Hz). 
6.97 (2H, d. J=8.7 Hz), 7.21-7.27 (2H, m), 7.49 (2 
H,d, Hz), 7.79 (2H, d, J=8.5 Hz), 7.91 (IH, 

d, J=8.8 Hz), 8.36 (lH,dd, J=2.8. 8.8 Hz), 8.51 (1 
H, d. J=2.8 Hz), 10.91 (IH, s); 
MS(FAB) m/z: 465 (M + H)* ; 

(mmiiee) N- [4- (4-t e r t-^h^S/ 
;{r;W.1^r:/i/t:A^5^>- 1 -'<;l/-:){f;l/t'-;l') 7x- 
;P] - (2-^'DP-5--ho7x-;P) ;&/P.1f^r1?- 

4- (4-tert-7'h^r i^;^?;^;^-;^ tr^7 'Jy- 
l->f;U~;*/^;K~;^) T:!^^ (0. 4 6g. 1. 5 
Ommo 1 ) . DMA ( 5mL) ^j:i^lfl,z2-:?na- 

5- :iNnS.t#K^nU H (0. 4 0g. 1. 8 0m 

mo I ) ^ijfflLT. mtm\2iztmitzU'mzm^\ 
miimit-^mio. los. m9 5%) mtz. 

[0 2 68] iH-NMR (400MHz, DMSO-de.TMS) :d 1.41 (9 
H, s), 3.32-3.55 (8H. m). 7.45 (2H, d. J=8.5Hz). 
7.77 (2H. d. J=8.5 Hz). 7.91 (IH. d, J=8.8 Hz), 8. 
36 (IH, dd. J=2.7, 8.8 Hz), 8.50 (IH, d. J=2.7 H 
z). 10.90 (IH. s); 
MS(FAB) m/z: 489 (M + H)^ 

immmiei) N-'[4- (2-t e r t-y^^>' 
X?;^4<::^y^7Sy)xf-;^'7x:::;^] - (2-i^nn- 

4- (2-ter t-y^^i^;<7;^vif:l;^TSyxf- 
y^) r-UV (5. 66g. 24mmol), DMA 
(50mL) *^>lXtC2-^^nn-5-:ihDS.t#i? 
i^nU K (6. 3 2g. 28. 8mm o 1 ) imi 

X. mmm2^ztmifzifmm^\ mumit-^^ 
(10. og. um99%) i:nrz. 

[ 0 2 6 9 3 J H-NMR (400MHz, DMSO-de .TMS) :d 1.37 (9 
H. s), 2.67 (2H. t, J=7.5 Hz), 3.10-3.13 (2H, in), 
7.19 (2H. d. J=8.4 Hz), 7.61 (2H, d, J=8.4 Hz), 7. 
89 (IH. d. J=8.8 Hz). 8.34 (IH. dd, J=2.8. 8.8 H 
z). 8.44 (IH, d, J=2.8 Hz), 10.64 (IH, s); 
MS(FAB) m/z: 420 (M + H)*; 

(Illlfil?lll68) [4- (2-^'no-5--ho^y 
W /U7 S y ) 7 xX/H mm Xf-;UXXf 
4-r5y7x:i;l/pBS Xf^yuxxf'/K4. 5 8 
g, 2 5mmo 1 ) . DMA (7 0mL) ^^>lXtw2- 
;^OD-5-xhn?c.&#K^^nUH (6. 60g. 3 

ommo 1 ) ^fflfflLT. mmm2izti^uzumizvt 
v\ sieew-fk^tt (8. 2og. iR^9o%) 

[ 0 2 7 0 ] 1 H-NMR (400MHz, DMSO-de .TMS) :d 1. 19 (3 
H, t. J=7.1 Hz). 3.64 (2H, s). 4.08 (2H, q, J=7.1 



Hz). 7.27 (2H. d, J=8.5 Hz). 7.65 (2H. d. J=8.5 H 
z). 7.89 (IH. d, J=8.8 Hz). 8.34 (IH, dd. J=2.8, 
8.8 Hz). 8.46 (IH. d, J=2.8Hz). 10.76 (IH, s); 
M5(FAB) m/z: 401 (M + H)*; 
(MfeCTl 69) N- [4- (2-r5yxf-;l/) 7x 
- (2-i5'no-5--hn7xxyp) 

^^■SH m&m. 0. 2mim 
mmmieixMmtfzN- [4-(2-tert-r 

h^r>';<?;P.'Kx;l/T$yxf-;l.^) 7xx;i/] - (2-^^ 
un-5-xhn7xX;U) ;^r;^;J<:5r't5 H (8. 73 
g. 20. 8mmo 1 ) . i^:f^^y (90mL) hX 

T/4-Nm\:^m/'Jt^^ymm (i omD 
I. m&m8S{ztmuz'nmizm\ masff^it^ 

(6. 87g. 1R$84%) SrtfTt. 

[027 1 ] iH-NMR(400MHz,DM50-d6,TMS) : d 2.86 (2 
H. t. J=7.8 Hz), 3.02 (2H, bs).7.27 (2H. d, J=7.9 
Hz), 7.67 (2H. d. J=7.9 Hz). 7.89 (2H, d, J=8.8 H 
z).7.%-8.00 (2H, m), 8.33-8.37 (IH, m), 8.43 (IH, 

d, J=1.5 Hz), 10.74 (IH.s); 
MS (FAB) ffl/z: 320 (M + H)^ 

immmuo) [4- (2-^^nn-5-:^hn^>' 

y^;PT5y) 7xx/i.] mm 

mmmi6 8X^mUz [4- (2-i?nn-5-xh 

D^yV>f;^T5y) 7xx/i/] gti! x^juxxt)]^ 

(7. 02g. 19. 3mmol).THF(50m 
L ) ^^hX/f^Z 1 N -*K^t'^ b 'J ^A^JgJS (39m 

L) i:mix. mmmi4 5^zimuzumizt;t\,^R 

ffiUCo Kmi^7m. IN-iggS^K (4 0mL) Srffiffl 

IX. mmmenztmifzirmizm^Rmmi. m 
mmt-^^ie. 47g.mm99%)imz. 

[0272] 1 H-NMR (400MHz, DMSO-de, TO) : d 3.55 (2 

H. s). 7.26 (2H. d, J=8.5 Hz), 7.64 (2H, d, J=8.5 
Hz), 7.89 (IH, d, J=8.8 Hz), 8.34 (IH, dd, J=2.7. 
8.8Hz), 8.45 (IH, d, J=2.7 Hz), 10.69 (IH. s). 12. 
31 (IH, s); 

MS (FAB) m/z: 335 (M + H)*; 
{mmilD N- [4- [4- (t^nUi/V-l- 
•Y/U-rSy) 7xx;l/] 7x:::;P] - (2-^^00- 
5-xhn7xx;l/) :^;U7t(^^^\i 
4- (4-l:^nUi/x;U7xx;l.) Tz^Vy (0. 26 
g. 1. Immo 1 ) . DMA (5mL) ^j:WiZ2- 
^nn"-5-xbuS.|.#i§^n'JH (0. 28g. 

I. 28mmo 1 ) SrfigfflLT. mm\2I^ZtmUz1j 

mi^zm\ mt^mit^mio, 4 5g. ir*9 9%) 
ri%fz. 

[0273] I H-NMR (400MHz, DMSO-dg. TMS) : d 1.95 - 
1.99 (4H, m), 3.26 - 3.29 (4H, m), 6.62 (2H. d, J= 
8.7 Hz). 7.51 (2H. d, J=8.6 Hz). 7.59 (2H. d. J=8. 
6 Hz). 7.72 (2H. d, J=8.7 Hz). 7.91 (IH. d. J=8.8 
Hz), 8.35 (IH, dd. J=2.7,8.8 Hz), 8.47 (IH, d. J= 




2.7 Hz), 10.71 (IH, s); 

MS(FAB) m/z: 421 (M + H)^ 
{m&mi72) N- (4->^'Xf*;l/rSy7x:::;U) 

4-'Jxi-jUT^yT:=^Vy (0. 42g. 2. 58m 
mol).DMA(5mL) 2 Pn- 5 - 

:ihDS,t#K^u»J K (0. 62g. 2. 82mmo 

1 ) ^ffiffltr. mm2i,zmntt:umizm\ ma 

[0274] iH-NMR (400MHz, DMSO-dg JMS) :d 1.08 (6 
H. t. J=:7.0 Hz), 3.32 (4H. q. J=7.0 Hz). 6.67 (2H, 

d, J=9.1 Hz), 7.48 (2H. d, J=9.1 Hz). 7.87 (IH, 
d. J=8.79 Hz), 8.31 (IH. dd, J=2.8, 8.8 Hz). 8.38 
(IH. d. J=2.8 Hz), 10.33 (IH, s); 
MS(FAB) m/z: 347 (M)% 348(M + H)*; 

(mmi73) N- {4-'j;<i-)]^riyy:tzz)i) 

- (2-:^DP-5-:ibP7x:::;l') ;<^;l//1f^r1f 5 F 
4-i^'^f-;l'r-!;y (0. 3 3g. 2. 4 3mmo 
1 ) . DMA (5mL) ^j:^t/(,Z2-^ u\J-5 -::^h 
nSS#B!^^n'J H (0. 5 9g. 2. 6 7inmo 1 ) 

^ffifflLT. mmm2iztmLfzijmizm\ mtim 
ft^ft(o. 6 6g. ums5%) mtz. 

[0275] iH-NMR (400MHz. DMSO-de ,TMS) :d 2.88 (6 
H. s). 6.74 (2H, d, J=9.1 Hz). 7.52 (2H, d. J=9.1 
Hz). 7.87 (IH, d, J=8.8 Hz), 8.32 (IH. dd, J=2.8, 
8.8Hz), 8.40 (IH, d, J=2.8 Hz), 10.38 (IH, s) ; 
MS(FAB) m/z: 320 (M )\ 319 (M + H)*; 

{mmmi7 4) n- [4- iyv'-jv-i-^ 

;U) yxz^^JV] - (2-^'nn-5-:ihD7x:iyP) 

4- ('^Sy'V-z^-l— </!/) 7:::Uy(0. 3 5 
g. 2. IBmmo 1 ) . DMA (5mL) ^W(C2 
-:^'nu-5-^hn^A#B?^nUF (0. 55g. 

2. 5 0mmo 1 ) ^ffifflLT. mmm2^zimuzu 
m^zmKimmit'^mio. e9g.m9 2%) 

[0276] iH-NMR (400MHz, DMSO-de ,TMS) :d 7. 12 (1 
H. bs), 7.67 (2H. d. J=9.0 Hz), 7. 73 (IH. bs), 7.83 

(2H, d, J=8.9 Hz), 7.91 (IH, d, J=8.9 Hz). 8.24 
(lH,bs). 8.36 (IH, dd. J=2.8. 8.9 Hz). 8.51 (IH. 
d. J=2.8 Hz). 10.87 (IH. s); 
MS(FAB) m/z: 343 (M + H)+; 

(mmi7 5) N- [4 - [ (3. 5-i^'-te rt 

-7'f-;i/-4-t HD^i/) 7x^yi/7Sy;^;i/*- 
7x-;H - (2-:;^oa-5-:iho7x-;^) 

4- [(3. 5-x~ter t-7'^;I/~4-th'P^ 
i^yxzi^fV) riy:^;U^^z:i}V] r::^Vy{0. 27 
g. 0. 72mmol). DMA(3mL) KphX/iZ2 
-:;'PP-5--bPS.i*S?^py H (0. 17g. 
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0. BOmmo 1 ) omix. mmm2izimuzif 
mm^\Wiiumt^(o. 32g.iR*8o%) 
mfz. 

[027 7] lH-NMR(400MHz,D^B0-d6.TM5) :d 1.27 (1 
8H. s), 6.76 (2H. s). 6.83 (IH.s), 7.66 (2H, d, J= 
8.6 Hz), 7.82 (2H. d. J=8.6 Hz), 7,90 (IH. d, J=8. 
8 Hz), 8.33-8.37 (IH. m) , 8.49 (IH. d. J=2.7 Hz). 
9.56-9.59 (IH, m), 11.05(1H. s); 
MS(FAB) m/z: 559 (M y ; 

(HJfeMl 7 6)'N- (3->>V^/^7Sy) yx:=^}U 
- (2-i5'pp-5-:::f>P7x:i;P) K 

3- >'';<f-;l/rSyr::^'JyZ^Kig (0. 5 11g. 
2. 4 5mmo 1 ) . THF ( 1 OmL) . h*yf-> 
(2mL) ^i^t/il2-:^PP-5-:ihP$.&#K^^ 
PI;H(0. 59g. 2. 70mmol) SrffiflaLT. 

mmm2^zMmuzum^zm^Rmifz. Km^jm. 

S^JgtCfiSftMW* ( 3 OmL) ^j:hmzmm:j^^j\^ 

(3 0mL) nuixm. ^fmmitz. n^^ixtz^ 

mi^mt. ggft:^* (2 0mLx2) X-mni. * 

mmmit^mtz. mtitzmmcoB^t^ 

siKxf-;^, 1 : 1 v/v) ^m^^xwmuztk. 'J 
>f y7'phvi/x-T;i/+tm$^. PM^mL. mi 

mit^iO^ 3 8g. JR$4 9%) 

[0 27 8] iH-NMR (400MHz. D^B0-d6,TMS) '.d 2.99 (6 
H, s). 6.58 (IH. dd, J=2.2, 8.3Hz).. 6.84 (IH. dd, 
J=1.7. 7.8 Hz), 7.16 (IH. t, J=2.2 Hz). 7.23 (IH, 
t.J=8.3 Hz), 7.65 (IH, d, J=8.8 Hz), 7.74 (IH, b 
s), 8.25 (IH. dd. J=2,7. 8.8 Hz); 
MS(FAB) m/z: 319 (M Y . 320 (M + H)^ 

(^»J1 77) [4- [4- (tr^^^Ui/'y-i- 
-^jU) 7xr.;P] 7xx;u] - (2-:^PP-5-xh 
P7x::i;^) /;/U7i(^^i V 

4- (hr'<y>?-;^7xx;l.) rxyy(0. 25g. 

1 . Ommo 1 ) . DMA ( 1 OmL) tf:^WZ2-9 
PP-5-:::hPS.&#K:^p'J H (0. 26g. 1. 
2mmo 1 ) mmLX. ^4012 tiB«U:t:Srffitt^ 

v\ siBa«^b^!i«j(o. 4ig. m9A%) m 

fz. 

[0 27 9] iH-NMR (400MHz, DKSO-de.TMS) \d 1.55-1. 
58 (2H. m), 1.61-1.66 (4H, m), 3.19 (4H, t, J=5.2 
Hz), 7.00 (2H, d, J=8.7 Hz). 7.52 (2H, d, J=8.7 H 
z), 7.62 (2H, d. J=8.6 Hz), 7.74 (2H, d. J=8.6 H 
z), 7.91 (IH, d, J=8.8 Hz). 8.35 (IH, dd. J=2.7. 
8.8 Hz), 8.47 (IH, d, J=2.7 Hz), 10.74 (IH, s); 
^B(FAB) ra/z: 436 (M + H)\ 435 (M )*; 

(mmmi 78) n- [4- [ (tr^^^ui/v-i-^f 

-:^bP7x-;l/) H 
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4- [ (t''^Uxy-l--f;^) 7S/X;l/;^-;l/] 7 
::.yy(0. 57g. 2. 27mm ol). DMA (5 
mL) ^:i^>l/t2-^nn-5--hPS.ftSK^u'J 
H(0. 26g. 1. 2mmol)S:fiBfflLT.IIStfi?!l 

2mmifzijmi.zm\ mmsmt^m(o. so 

g. iR$3 1%) t:nfz. 

[0 2 8 0] iH-NMR(400MHz,DMS0-d6, IMS) :d 7.30 (1 
H, dd, J=4.7, 8.3 Hz). 7.50-7.54(lH, id). 7.78 (2H. 

d, J=8.8 Hz), 7.86 (2H, d, J=8.8 Hz), 7.90 (IH, 
d, J=8.8 Hz), 8.26 (IH, d, J=4.7 Hz). 8.29 (IH, d, 

J=2.5 Hz), 8.35 (IH, dd,J=2.7, 8.8 Hz), 8.52 (IH. 

d. J=2.7Hz). 10.52 (IH. s). 11.09 (IH. s); 

(mmmi7 9) N- [4- [4- (^;P*Uy-4- 
>fyl/) 7x-;l'] r5yx;l':f};-;H 7x:^;l/- (2- 

[4- [4- i^fVt.Vy-A-^JU) 7x^;l/] 75 
7::^'Jy (0. 40g. 1. 21mmo 
1 ) . DMA (5mL) =5:^>t/tC 2-^^00- 5-::: h 
PSE#S:^n'J F (0. 2 9g. 1. 3 3mmol) 

^1:^(0. 5ig. mmsi%) mti. 

[0281] iH-NMR (400MHz. DMSO-dg.TMS) : d 3.01 (4 
H. t, J=4.8 Hz), 3.69 (4H, t. J=4.8 Hz), 6.83 (2H, 

d, J=9.1 Hz), 6.94 (2H, d. J=9.1 Hz). 7.72 (2H. 
d. J=8.7 Hz). 7.82 (2H, d. J=8.7 Hz). 7.90 (IH, d. 

J=8.8 Hz). 8.35 (IH. dd, J=2.7, 8.8 Hz). 8.52 (1 
H. d, J=2.7Hz), 9.79 (IH. s). 11.05 (IH. s); 
MS(FAB) m/z: 516 (M )*. 517 (M + H)*; 

mmn SO) n- {4~T^yyx:^)i) - (2- 

llttl5!l5 8T!85SUcN- ( 4-75y7x:i7^) - 
(2-^pn-5-:ihn7x:i;I/) AfUrfs^^i H • 
liSggJS (4. 8 9g. 14. 9mmo 1 ) SriaftfiSft 

aW;K (200mL) hXX/yH ( 1 OOmL) i,Z2^m 

mit^mi^. 2 9g. iR$9 9%) ^f#?to 
[028 2] IH NMR(DMS0-d6. 400MHz) : <5 4.99 (IH, 
bs), 6.55 (2H. d. J= 8.8 Hz). 7.34 (2H. d, J= 8.8 
Hz). 7.86 (IH. d, J= 8.8 Hz). 8.31 (IH. dd. J= 8, 
8. 2.8 Hz), 8.37 (IH, d. J= 2.8 Hz), 10.26 (IH, s) 

MS(FAB) in/z: 292 (M + H)* ; 

immisi) N- [4- (N-rotf;i^75y) 7 

x-/^] - (2-:^nP-5--hn7x-;l/) :^f\^7f> 

mmmisox-mmifzN- (4-7sy7xr:;i/) - 

(2-:;'np-5--hn7x:i;l/) ^fl^^if^^-^i F 
(0. 583 g. 2. OOmmol). ;^^y-)V{l 

omL) . i^rymitt^^ymi-hv^yj^ (0. 151 

g, 2. 4 0mmo 1 ) fcJ:i;rPb-:t>'7/I/Tt F 



(0. 2 8 9mL. 4. OOmmo 1 ) ^ffifflUTs * 

mmi 1 s^znmuzumizvtw ^mtit^t vx 
mimit-^m ( 0 . 3 0 7 g . «x^4 6%) mtz. 

[0283] Rf 0.20(Hexane:Ethyl acetate. 2:1, v/ 
v): 

iH NMR(CDCl3. 400MHz) : d 1.01 (3H, t. J=7.3 Hz). 
1.66 (2H. tq. J=7.3Hz). 3.10 (2H, t, J=7.3 Hz). 
6.62 (2H. d. J=8.8 Hz), 7.41 (2H. d. J=8.8Hz), 7.6 
3 (IH. br). 7.64 (IH. d. J=8.8 Hz). 8.24 (IH. dd, 
J=8.8, 2.9 Hz), 8.61 (IH, d. J=2.9 Hz) ; 
MS (FAB) m/z: 333 M^. 

(^»J182) N- [4- (N. N-xrPtVP7S 
y) 7x-yH - (2-:^pp-5-:iFP7x:i;l/) 

mmi 8 1 tcfcv^T. immt^mt ixmmmt 
^^{0. 099g. mi3%) mtz. 

[0 284] Rf 0. 47 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

iH NMR(CDCl3, 400MHz) : ^0.93 (6H, t, J=7.3 Hz), 
1.61 (4H. tq. J=7.3Hz). 3.24 (4H, t. J=7.3Hz). 
6.64 (2H, d. J=8.8 Hz), 7.42 (2H. d. J=8.8Hz), 7.6 
2 (IH. br). 7.63 (IH. d. J=8.8 Hz). 8.24 (IH. dd. 
J=8.8. 2.9 Hz). 8.61 (IH. d, J=2.9 Hz); 
^6(FAB) m/z: 375 W, (HiSCTl 83) N- [4- (4 
~7-fe^;P'f^^£/y-l-'<;^) 7x-;i/] - (2- 
:;'pp-5-:::Fp7x:^;^) yt^fUT^^V^ F 

mmmissxwtuzN- i (4-t^-<7i->-i~ 

>f;i/) 7x-;H - ( 2-^^pp-5--Fp7x- 
)U) ;<^;l'7K^'9-5F • (0, 2 00 g. 0. 4 

6 1mmo 1 ) ^h-'Ji/X2mL) mmi. Mm 
K(0. 13 1mL. 1. 18mmo 1 ) S:JP;tTSffl 

Lzximimuz. 

[0285] mmmzmm§7\<i ( 2mL) . ^ ( 2 
omL) ^tfzT-mm^m. 7Hisxi/'j^ 

miO, 1 64g. JR$8 8%) SrtfTto 
[0286] iH NMR(CDCl3, 400MHz) : d 2.15 (3H. 

s), 3.14 (2H, t, J=5.5 Hz), 3.19(2H. t. J=5.5 Hz), 
3.64 (2H. t. J=5.1 Hz). 3.78 (2H. t. J=5.1 Hz). 

6.%(2H, d. J=8.8 Hz). 7.55 (2H. d, J=8.8 Hz). 7.6 

6 (IH. d, J=8.8Hz). 7.81(1H. br), 8.26 (IH, dd, J 

=8.8, 2.9 Hz). 8.61 (IH, d, J=2.9 Hz) ; 

MS (FAB) m/z: 403 (M + H)^ 
(mm\l84) N- [4- (A-KyY-^ JUh'^y'J 
7x::::;^] - ( 2-^^oP-5-:::Fn 

7x:::;U) ;<^;U.-K^-^5 F 

mmmi3 3x'mLfzn- [ {A-'^^yi^y-i- 

>f;U) yx::^)V^ - ( 2-:?PP-5-:::hn7x::. 
)V) i})Vifs^^%Y • 2SiSffi (0. 200g. 0. 4 
6 Immo 1 ) , ^SSiS^'n'J F (0. 107mL. 



(e9))02-332266 (P2002 - (M® 



0. 9 2 2mmo 1 ) . t'Ui^y (2mL) $rffifflL 

m(0. 0 2 0g. IR*9%) 

[02 87] iH NMR(CDCl3, 400MHz) : d 3.20 (4H, 
m), 3.62 (2H, id), 3.95 (2H. m), 6.96 (2H. d, J=8.8 

Hz), 7.44 (5H, m). 7.55 (2H, d, J=8.8 Hz), 7.66 
(IH, d, J=8.8 Hz), 7.77 (IH, br), 8.26 (IH, dd, J== 
8.8. 2.9 Hz), 8.61 (IH, d. J=2.9 Hz) ; 
MS(FAB) m/z: 465 (M + H)^ 

(nmmiS5) N- [4- [4- (N. N-x^^^ 
;UTS>/) 7x:i;H 7x:i;P] - (2-^^00-5- 

4- [4- (N. N"x:t:5^f-;ursy) 7x~;^] 7 

-lly (0. 3 1 g. 0. 7 5mmo I ) . DMA (1 
OmL) ^^>mc2-^^nn-5-i:hPS.&#K^'n 
y H (0. 2 0 g. 0. 9 Immo 1 ) SrffifflUT. || 

S6fi«J2tieiBiL/:!:^atit^i\ mmMi:nrz. nhti 

tzmmv^ . mmm 1 4 6 t 4 - 

Nm**- x^^^fyJ§?SO. 4mLtZT«{lSL. M 
ifiSW^b^JBSJS ( 0 . 4 7 g. iR$9 9%) 

[02 88] iH NMR(DMS0-d6. 400MHz) : d 0.83 (6H. 

t. J= 6.7 Hz), 1.12 - 1.80 (24H, m), 4.7 - 5.2 
(4H, m). 7.7 - 7.9 (8H. m). 7.91 {2H. d, J= 8.8 H 
z), 8.36 (IH, dd, J= 2.7, 8.8 Hz), 8.49 (IH, d, J= 

2.7 Hz), 10.88 (lH,s) ; 
MS(FAB) m/z: 592 (M + H)^ 591 ( M )*: 

immmise) N- [4- [4- (t:n-;U-l->f 
;U) yx:^)]^] 7x-yl/] - ( 2-^'nn-5-:::^ha 
7x:^;l/) ^^/I/.-K^-tSK 

( 1 86a) 4 - [4 - (ep-;P-l ->f;U) 7x- 

4- (4--h07x:i;U) r-'Jy (8. 49g. 3 
9. 6mmo 1 ) COBIS (4 0mL) !BSS?R(^2, 5- 
v.Xh^i/rh7t Hn7^y ( 1 0. 47g. 79. 
2mm o l ) 5^mw^M^ittz. RJE?SSr?^ 

mk. x^f;^(20 0mL) S:Jn;cjS#L, S^fiSrlP 
IRffi*IU. WMimit'^{9, 6 5g.JR2p9 2%) 

[0 289] iH NMR(DMS0-d6. 400MHz) : $ 632 (2H, 
t, J= 2.2 Hz). 7.49 (2H, t, J=2.2 Hz), 7.76 (2H, 
d, J= 8.7 Hz), 7.90 (2H. d, J= 8.7 Hz), 8.02 (2H, 
d.J= 8.8 Hz), 8.31 (2H, d. J= 8.8 Hz). 10.82 (IH. 

s) ; 

MS(FAB) w/z: 000 (M + H)*; 
(1 8 6b) 4 - [4- (f n-;l--l ->f;U) 7x:^ 

mmmi8eaTmMbfz4- i (4-tro-;i.-i- 

^;U) 7x::^;l/] r:hn^y-fcfy (9. 6 5g. 3 6. 
5mmo 1 ) cOx^r^rlfy ( 200mL) hXX/^S^y 



( 1 oomL) (r)mw.\iZ=^-/'r)V9u^) Yemm 

(17. 36 g. 73. Ommol) iMlfz^. 

}^mzx7^mitt^^mtv')^i.{5, 5 3g. i4 
6mmo 1 ) m^^\izntfz. u.m.iwmL. mm 

ftaW*^:^^m3g^B!xf-;U (#4 0 OmL) SrjDi. 

^t-^ife(6. 6 7g. iR$7 8%) ^tl^v!. 
[0 2 90] iH NMR(Dht50-d6, 400MHz) : d 5.25 (2H, 
bs). 6.26 (2H. t. J= 2.2 Hz). 6.65 (2H. d. J= 8.6 
Hz), 7.37 (2H, d. J= 2.2 Hz), 7.39 (2H, d, J= 8.6 
Hz). 7.56 (2H. d. J= 8.8 Hz). 7.65 (2H. d. J= 8.8 
Hz) ; 

M5(FAB) m/z: 000 (M + H)*; 
(186c)N-[4-[4 - {\^U-)V-l-^)V) 
7x:i;^] 7x-;l/] - ( 2-:;^nn-5--bP7x 

:::;U) iDVif^^^^^Y 

mmmiSehX^mtLfz [4- (4-trn--;^-l~ 
-i)V) 7x-;P] T-'Jy (0. 4 7g. 2. Ommo 
1 ) . DMA (lOmL) ^:^WC2 -^'on- 5 
bnSS#K^oy K (0. 53g.2.40mmo 

1 ) i:mLx. mmm2\^zimLfz-)imzms\ sis 

BW^k^?%l(0. 15K.m^9 0%)mfz. 

[029 1 ] ^H NMR(DM50-d6, 400MHz) : ^6.30 (2H, 

t, J= 2.0 Hz), 7.43 (2H, t J= 2.0 Hz), 7.67 (2H, 
d, J= 8.6 Hz), 7.7 - 7.83 (6H, m), 7.92 (IH. d. J= 

8.5Hz). 8,36 (IH. dd. J= 8.5 , 2.7 Hz). 8.50 (IH, 

d, J= 2.7 Hz), 10.82 (IH. s) ; 
MS (FAB) in/z: 418 (M + H)^ 

mmmiBi) n- e [4- [4- (^syv^^u- 

(2-^^np-5--hP7x-;U') ^)V7f.^^^ Y 

4 - [ [4- (^^y^/-)V-\-A)V) 7x-;H T 
^yx;^7^-;^] 7::^^)y{0. 3 1g, 1. Ommo 
l).DMA(lOmL) ^^>t/tC2 -i^pp- 5 
bnS.6SiS;^aU F (O. 2 6g. 1. 2mmo 1 ) 

^mLx. mmmztmLfz-m^z^w mim 

^t^fe(o. 30g. iR$6 1%) 

[0292] iH NMR(DM50-d6, 400MHz) : d 7.06 (IH, 
s), 7.21 (2H, d. J= 8.7 Hz), 7.53 (2H, d, J= 8.7 
Hz), 7.63 (IH, s). 7.80 (2H. d, J= d, 8.8 Hz), 7.8 

5 (2H, d, J= 8.8 Hz), 7.89 (IH. d, J= 8.8 Hz), 7.9 

6 - 8.03 (IH, □), 8.13 (IH, s), 8.35 (IH. dd. J= 
8.8. 2.7 Hz), 8.51 (IH, d. J= 2.7 Hz). 10.44 (IH.b 
s), 11.08 (IH, s) ; 

^5(FAB) m/z: 498 (M + H)*; 

{mmmisB) n- [4- (N-x^;p-N-A^:^f>' 

)Vr^y) 7xr:;u] - (2-^'no-5--bP7x 



• 



mO) )02-332266 (P2002-/jm 



HJfi^yi 1 5Vm&LfzN- [4- (N-Xf-yl/TS 
(0. 062g. 0. 195 mm o 

1 ) . ?(i^y-)U ( 1 . 2mL) . s^ry*9^^t*^S 

'^hU^A(0. 015g. 0. 234mmol)iDj: 
X/^^-^t-J]^ (0. 0 3 5mL. 0. 2 9 3mmo 

1 ) SrftfflLT. mmi 1 5izimircmizm\ 
mmsmit-^m ( o. o 1 9 g. ir$2 5%) srtt;^^, 

[ 0 2 9 3 ] Rf 0.52{Hexane:Ethyl acetate, 2:1, v/ 

v); 

iH NMR(CDCl3. 400MHz) : d 0.90 (3H. t, J=7.3 Hz). 

1.15 (3H, t. J=7.3Hz), 1.32 (6H, m), 1.58 (2H, 
m). 3.25 (2H. t. J=7.3 Hz). 3.37 (2H. q. J=7.3 H 
z). 6,65 (2H. d, J=8.8 Hz). 7.42 (2H. d, J=8.8 H 
z), 7.62 (IH. d, J=8.8 Hz), 7.69 (IH, br), 8.22 (1 
H. dd. J=8.8. 2.9 Hz), 8.58 (IH. m) ; 

MS(FAB) m/z: 403 M*. 

{mnmiS9) N- [4- (N-x^yl—N-rntr 
;P7Sy) 7x:::;l/] - ( 2 -^'nn- 5-:::.hn7x 

mmisi-mmuz^- [4- (N-rntywrs 

/) 7x:^;l/) - ( 2-^nD-5-:::hn7xx;l/) 
$H (0. 0 56g. 0. 1 6 8mmo 

1 ) . (2mL) . i^ryyi<imi\:^^^mi'h 

U^A(0. 021g. 0. 294mmol) i3 il/^T 
HrhT/l-Tt F (0. 016mL. 0. 294 mm o 

1 ) i:mix. mmn 1 5^zimuzif'mzm\ 

SieSW^k^(0. 029g. IR$5 4%) Srtf^c. 
[0 2 94] Rf 0.26(Hexane:Ethyl acetate. 9:1. v/ 
v); 

iH NMR(CDCl3. 400MHz) : d 0.94 (3H, t, J=7.3 Hz), 

1.16 (3H. t. J=7.3Hz), 1.62 (2H, tq. J=7.3 Hz). 
3.22 (2H, t, J=7.3 Hz), 3.38 (2H. q. J=7.3Hz). 6.6 
5 (2H. d. J=8.8 Hz). 7.41 (2H. d. J=8.8 Hz). 7.62 
(IH, d. J=8.8Hz), 7.69 (IH. br), 8.22 (IH, dd. J= 
8.8, 2.9 Hz). 8.58 (IH, d, J=2.9 Hz) ; 

MS(FAB) m/z: 361 M*. 

(mi&mi9 0) N- [4- (4-te rt-^h^i^ 
:<?;P;Jf-;UrSy7x^;U) -^TV-/!/- 2 --f 
- (2-^^Da-5-:iha7x3i;l.) /j/Ujfs^^iV 

(190a) 2-rSy-4- (4-t ert-T'h^r 
S/;<?;k7K-/^75y7x-;^) f-TV-zU 
2-757-4- (4-7Sy7x:::;P) f-7/-;U 

(2. 15g. 11. 2mmo 1) C0^^'y-;K3 0 
mL) im^Ztert-yh^z^/ffUTf^ym^ym 

(2. 9 4 g. 13. 5mmo 1 ) $rJPX.-0MML 

fz. Rmimmi. lawsfpttir* ( 5 omD 
mzmm:r.^fi^ ( somD ^mi-^j^mnitzik. 



;l/x--f-;p (I PE) T^B^B^L rKL. SieSW^t-^ 
mil. 8 0g. IR$5 5%) 
(190b)N-[4-(4-te rt-^h^i^^JU 

4<-;U7$y7xxyu) f-7y-;u-2->f;^] - (2 
-^^C7P-5-xhn7xx;U) ;i?;kt:^-t 5 KMfeW 
1 90a'CS!!JSL7t2-7Sy-4- (4-t e r t- 
h ^ v-* /I/;l<-;^7 5 y 7 X ) ^7y-/l' ( 0 . 
49g. 1. 67mmol).DMA(5mL) ^^>tX 
tC2-^'PD-5"-hP$.&Sg?:^Py H (0. 40 
g. 1. 84mmo 1 ) ^ffifflLT. llife^J2tCiB«L 

fzifmi^zm\ mmmit^ ( o . 5 5 g . jr^6 9 

%) mtz. 

[ 0 2 9 5 ] iH NMR(DM5Chd6. 400MHz) : & 7.52 (2H. 

d. J= 8.7 Hz). 7.56 (IH, s). 7.81 (2H. d. J= 8.7 
Hz), 7.88 (IH, d. J= 8.8 Hz), 8.35 (IH. dd. J= 8. 
8. 2.7 Hz). 9.46 (IH. s) ; 
I4S(FAB) m/z: 475 (M + H)^ 

{mnmi9i) n- (3-tFp^>'7xx/i/) - 

(2-^pn-5-:^hP7x:i;l/) ^/Uif^^-fi V 
3-7Sy7xywK 1 . 09g. lO.Ommo 
I ) . DMA (2 0mL) 5:/?>t/t 2 -^'OP- 5 -X 
hPS.t#e^P!JH (2. 3 1g. 10. 5mmo 

1 ) mmtx. mmm2i,ztmLfzijmizm\ sie 

BW[:^(2. 19g. iR$7 5%) Srf#^c. 

[ 0 2 9 6 ] ^H NMR(DhB0-d6. 400MHz) : d 6.52 - 6. 
55 (IH. m), 7.04 - 7.07 (IH. id),7.14 (IH, t, J= 8. 
0 Hz), 7.30 (IH. t. J= 2.1 Hz). 7.88 (IH. d. J= 8. 
9 Hz), 8.33 (IH, dd, J= 8.9, 2.8 Hz), 8.43 (IH. d, 

J= 2.8 Hz), 9,49 (IH. s). 10.57 (IH, s) ; 
MS (FAB) m/z: 292 (M + H)*; 

(^*fe«?"Jl 92) N- [4- (4-T$y7xX;|/) 7 
xx;i^] - (2-^^pp-5-xbu7xX;^) :^j\,7t( 

mmSlXMmifZ. N- [4- [4- (N-ter 
t-rh=^v;5r;P."Kx;P) 7Sy7xx;^] 7xxyi/] 
- (2-^'PP-5-xhP7xxyl/) :^jU7r.^^iV 

(4. 37g. 9. 34mmol) (DWC:^^Vy ( 1 
OOmL) mmiZr=^V-)V ( ImD '5r4>mch'j7 
fVituWm ( 1 OmL) i:Mt. 2^mmnLfz. RJE 
m^Wmk. fiSMSWaW* ( 3 0 0 m L) ^ A>mc* 

(200mL) ^jD;cmffUc, mmk. i/MVrp 
tVPx-T/l^ (5 0mL) ^Mt^h\,Z3 0^^m^L 

fz. ^\i^^LtzmmwmikL. sieaw^b^ (3. 

38 g. 1R*9 8%) mtz. 

(0 2 97] IH NMR(DhB0-d6, 400MHz) : ^5.19 (IH. 

d. J= 8.2 Hz). 6.64 (2H. d. J=8.5 Hz), 7.36 (2H, 
d. J= 8.5 Hz). 7.55 (2H. d. J= 8.7 Hz). 7.71 (2H. 
d.J= 8.7 Hz), 7.90 (IH. d. J= 8.8 Hz). 8.34 (IH. d 
d, J= 8.8. 2.8 Hz), 8.47(1H. d. J= 2.8 Hz). 10.70 
(IH. s) ; 
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MS(FAB) Di/z: 368 (M + H)*, 367 ( M )* 
(»fi^Jl93) N- (4-hKo^r>'7x:i/U) - 
(2-:?'PD-5--hn7x-;l/) j^)l'7t(^'f^ H 

4-T5y7xy-;K3. 52g. 32. 3mmo 
1 ) . DMA (50mL) ^:^>Ml2 - ^'nn- 5 

hnS.E#S:?'niJH (7. 45g. 33. 9mmo 

SW^k^^^Ce. 2 9g. iR$7 4%) ^#^Co 
[0 2 98] NMR(DMS0-d6, 400MHz) : ^6.76 (2H, 
d, J= 8.8 Hz), 7.49 (2H, d. J=8.8 Hz), 7.88 (IH, 

d, J= 8.8 Hz). 8.32 (IH, d. J= 8.8, 2.7 Hz). 8.41 

(IH, d. J= 2.7 Hz), 9.34 (IH. s), 10.45 (IH. s) ; 

MS(FAB) ra/z: 292 ( M )*; 

(jlSfif^Jl94) N- [4- [4- (N. N-'Jru}^ 
)V7iy) 7x:iyl/] 7x:i;H - (2-:?po-5- 
:ihn7x:i;l/) :fj)Vir^^^^ Y 
4- [4- (N. N-i^'T-oU/^TSy) 7x-;P] 7 
r:ijy(0. 045gs 0. ITmmol), DMA 

nyK(0. 044g. 0. 2mmol) SrffifflLT. 

mmm2\iZtmLfz-m\,zm\ mim^t^ ( ? 2 

mg. ltX$9 6%) iintz. 

[02 9 9] Rf 0.00(Hexane:Ethyl acetate. 9:1. v/ 
v); 

iH NMR(DMS0-d6, 400MHz) : ^ 0.90 (6H. t. J= 7.4 H 
z). 1,50 - 1.60 (4H,in), 3.27 (4H. t. J= 7.4 Hz). 
6.70 (2H, d, J= 8.8 Hz), 7.47 (2H. d. J= 8.8 Hz). 
7,58 (2H, d, J= 8.7 Hz), 7.72 (2H, d, J= 8.7 Hz). 
7.90 (IH, d, J= 8.8 Hz), 8.35 (IH, dd, J= 8.8. 2.8 

Hz), 8.47 (IH. d. J= 2.8 Hz). 10.71(1H, s) ; 
MS(FAB) m/z: 452 (M + H)*; 

(WfeMl 95) N- [4- [4- (N-^^i/;UrS 
J) 7x-;P] 7x::::;H - ( 2-:?'on-5--hp 
7x-;l/) tfVif^^^^Y 

mmi9 2Xm:'^Lfzl^- [4- (4-75y7x::: 
)V) 7x-;!/] - (2-:;'on-5--ho7x-;l/) 
(2. 04 g. 5. 5 5mmo 1 ) 

thV^^iO. 698g. 11. Immo I ) fcit/ 
^^^i^-Ji^il. 3 3mL. 11. lmmol)S:iP 
;cTQX:fcT4l^lS. m&iZX 1 2^^mnit:. 
[03 00] RJSiM^CteWaW* ( 2 0 OmL) 5:JP 

;^ti5fe?l^. «ffil2^LTSESW^b^ft ( 2 , 0 2 g. 
IR^8 2%) iWz. 

[ 0 3 01 ] Rf 0.83(Hexane:Ethyl acetate. 1:1. v/ 
v); 

iH NMR(DMS0-d6. 400MHz) : ^ 0.88 (3H. t. J=6.6 H 
z), 1.26 - 1.42 (6H,in). 1.56 (2H, m), 3.25 (2H. t, 
J=7.3 Hz). 5.75 (IH, br). 6.63 (2H. d. J=8.8 Hz). 



7.41 (2H. d. J=8.8 Hz). 7,56 (2H, d. J=8.8 Hz). 
7.71 (2H, d, J=8.8 Hz), 7.90 (IH, d, J=8.8 Hz), 8. 
35 (IH, dd, J=8.8, 2,9 Hz), 8.47 (lH,d, J=2.9 Hz), 

10.70 (IH, s) ; 
MS (FAB) m/z: 451 If. 

mmmi96) n- [4- [4- (N-^^i^)\^-N 

-j^f^/PTS/) 7x:i/I/] 7x~yH - (2-^^no 

-5-::^hn7x:i7U) :f;)ljt(^^$. K 

mmmi9 5Tmi^LfzN- [4- L4- (n-^^s/ 

JlT^y) 7x:::;l/] 7x-;^] - (2-:;^Pn-5- 
-hP7x:i;l/) ;*;P.1f^r^;-5H (0. 20 Og. 0. 
433mmol)5:DMF(2mL) tKS 
iti^hV^AiO. 02 Ig. 0. 4 8 7mmo 1 ) S: 

(0. 0 3 3mL. 0. 5 3 Immo 1 ) iMlX^h 

^zi 5 mmnuz. 

[0302] RJ£J§?S^C* (20mL) . gaftaw/K 

( imL) nm. mmx.i'j\,xmuz. tmmm 

i!x^;l.. 3:1. V/V) 5:fflV^T^i!L. SIBBW 
-ft^^^KO. 1 85 g. 1R$9 0%) 
[0 303] Rf 0.43(Hexane:Ethyl acetate. 2:1. v/ 
v): 

iH NMR(CDCl3. 400MHz) : 6" 0.89 (3H. t. J=6,6 Hz), 
1.30 - 1.45 (6H. m), 1.56 (2H, tt, J=7.3 Hz). 3.1 
1 (2H, t, J=7.3Hz), 3.53 (3H, s). 3.76 (IH. br). 
6.60 (2H. d. J=8.8 Hz), 7.13 (2H. d. J=8,l Hz). 7. 
31 (2H, d. J=8.1 Hz), 7.36 (3H, m). 7.96 (IH, dd, 
J=8.8, 2.9 Hz). 8.06 (IH. d. J=2.9 Hz) ; 
MS (FAB) m/z: 465 hf. 

(Utei^Jl 97) N~ [4- [4- (N-xf-;l.-N- 
^^i/}VT\J) 7xX;l.] 7xx;l/] - (2-^'PP 
-5-:ibP7xX;^) i^Vif^^^^^Y 
%m\\9 5X'mLfz\\- [4- [4- 
}Vr^J) 7xx;u] 7x:::yH - (2-:;^PP-5- 
:::hP7x:::;I/) ^/l/.tC^-ffS H (0. 16 9g. 0. 
352mmo 1 ) ?r^^y-;K2mL) tSSSit. 

v7y^(<s^t7^r>5^'^^UT>y, (0, i50g. 2. 3 

9mmo 1 ) . 7-th7;UTt H (0. 500mL. 
8. 9 4mmo 1 ) . Mi«St7)g|giEffiS:SDiT 0X:T4 

[0304] mmm.\izwmM'^ ( 2mL) . * ( 2 

OmL) ^nt. ^b/c^J§*55S:^aXL. Vr 
Pt/l/X-T/^-ca^t. MESe*ILTSiBa6*Hb^ 

(0. 1 1 2g. JR*6 2%) 

[0305] Rf 0.19(Hexane:Ethyl acetate. 2:1. v/ 
V): 

iH NMR(DMS0-d6, 400MH2) : d 0.88 (3H. t. J=6.2 H 
z). 1.10 (3H. t. J=7.3 Hz), 1.31 (6H, m), 1.55 (2 
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H, ra). 3.27 (2H, m). 3.38 (2H, J=7.3 Hz). 6. 71 
(2H, d, J=8.8 Hz), 7.49 (2H, d, J=8.8 Hz). 7.59 (2 

H, d. J=8,8 Hz). 7.72 (2H, d. J=8.8 Hz). 7.90 (IH. 
d. J=8.8 Hz), 8.35 (IH, dd, J=8.8. 2.9 Hz), 8.47 
(IH. d, J=2.9 Hz). 10.71 (IH. s) ; 

MS (FAB) m/z: 479 M^ 

(I|]5fefi?!ll98) N- [4- [4- (N-^^ri^/I^-N 
-TnfcV!/TSy) 7x::^;l/] 7x:::;H - {2-9u 

mmmi9 5XMMLfzn- [4- [4- (N-^^i^ 

)Vr^J) 7x-;U] - (2-^^00-5- 

-Nu7x-;U) ;&;^7K^'9-5 hMO. 200g. 0. 
4 3 3mmo I ) SrTHF (4mL) tJIM^-fr. ru 
e^J-yryl^rtK (0. 12 8mL. 1. 7 7mmo 
l).ftK(0. 203mL. 3. 54mmol). b 
UT-irh^i/^^-fbTj^^^^hhU^A (0. 37 5 g. 

I. 7 7mmo 1 ) SrJot^ OrtCTl. 5^ra}§itfL 

[0 3 06] SJ£?§?S(Iga?PSW7K (1 OmL) . * 
(2 0mL) Mt. i^ffix^/^Tll&aiUv!. *l§lffl5r* 

(0. 1 58g. iR*72%) ^Wz. 
[ 0 3 0 7 ] Rf 0.29(Hexane:Ethyl acetate. 3:1, v/ 
v); 

iH NMR(CDCl3, 400MHz) : d 0.90 (3H, t, J=6.6 Hz). 

1.02 (3H. t. J=7.3Hz). 1.28 - 1.45 (6H, m), 1.60 
(2H. m). 1.71 (2H, m). 3.12 (2H. t. J=7.0Hz). 3.92 

(2H. t. J=7.3 Hz). 6.61 (2H. d. J=8.8 Hz). 7.14 
(2H. d, J=8.8Hz), 7.32 (2H. d, J=8.8 Hz), 7.37 (3 
H. m). 7.94 (IH, dd, J=8.8, 2.9 Hz), 8.01 (IH. d. 
J=2.9 Hz) ; 

{mmi99) N- [4- [4- (N-rf^/lz-N- 
^^'yjVTiJ) 7x-/H 7x:i;l/] - (2-^Pa 
-5-:::.hn7x:::/l/) ^)Vir^^^iY 

mmi95xmMLfz^- [4- [4- (n-^^x 

;U7^y) 7x-;l'] 7x-;H - (2-:^nD-5- 
:^Vuyx::^)V) ti)V^s^^^Y (0. 200g. 0. 
433mmo 1 ) . 7^-f;l/r;PThF (0, 160ni 
1 . 7 7mmo 1 ) . g^K (0. 2 0 3mL. 3. 
54mmol). h U T-fe h^^/TK^^t^^^^-^ h U ^ 
A(0. 375g. 1. 77mmol) . 1dJ:Z/THF 

(4mL) ^rffifflLT. m&mi 9 s\;ztmLfz-nm\iZ 

^wmimit^^O, 1 7 5g. 11X^7 8%) S: 
Wz. 

[03 08]Rf 0. 31 (Hexane: Ethyl acetate. 1:1. v/ 

v); 

iH NMR(CDCl3. 400MHz) : d 0.91 (3H. t. J=6.6 Hz). 



0. 97 (3H. t. J=7.3Hz). 1.30 - 1.44 (6H, m). 1.54 
- 1.66 (6H, m). 3.31 (4H. ra). 6.71 (2H, d, J=8.8 H 
z), 7.47 (2H. d, J=8.8 Hz). 1,51 (2H. d. J=8.8 H 
z). 7.64 (2H, d. J=8.8 Hz), 7.66 (IH, d, J=«.8 H 
z). 7.84 (IH, br). 8.26 (IH, dd. J=8.8.2.9 Hz). 8. 
62 (IH, d, J=2.9 Hz) ; 

I^(FAB) m/z: 508 (M + H)*. 
(MS0^J2OO) N- [4- [4- 
-^y^)VT^y) 7x-yP] 7x:::;^] ~ {2-9u 
p-5--h07x:::yU) ;<?;U;K^'r$ K 

mmmi9 5X'mtLtzn- [4- [4- (n-a^^tv 

)VTiy) 7x-;U] 7x-;l/] - {2-'9uu-5- 
:z.Yuy (0. 20 Og. 0. 

4 3 3mm o I ) . n-^T/l^rhH (0. 188m 
1, 77mmol).PK(203mL. 3. 54 

mmo 1 ) . ^ur'fe^^v*^'(h;7^^^^^u^A 

(0. 37 5g. 1. 77mmo 1 ) . ioil/THF 

(4mL) ^mLx. mmi 9S{z%mLfz-nmkz 

ntz. 

[03 0 9] Rf 0.34 (Hexane: Ethyl acetate. 1:1. v/ 

v); 

iH NMR(CDCl3p 400MHz) : d 0.91 (5H. m). 1.32 - 1. 
44 (8H. m). 1.52 - 1.68 (6H. m). 3.30 (4H. t. J=7. 

3 Hz). 6.71 (2H. d. J=8.8 Hz), 7.47 (2H, d. J=8.8 
Hz), 7.58 (2H. d. J=8.8 Hz). 7.65 (2H. d. J=8.8 H 
z). 7.66 (IH. d. J=8.8 Hz). 7.84 (IH. br). 8.27 (1 
H, dd. J=8.8, 2.9 Hz). 8.63 (IH, d. J=2,9 Hz) ; 

MS (FAB) m/z: 522 (M + H)^ 

(^mm20l) N- [4- [4- (N. N-i^^^i^ 
/^rs/) 7x-;U] 7x:i;U] - (2-^^00-5- 

mmi9 5XWtUzN' [4- [4- (N-^^i^ 
fUT^y) 7x-;l/] 7x-;^] - (2-:;^nD-5- 
:zhn7x-;P) ;5^;U.1<^-»fSH (0. 2 0 0g.0. 

4 3 3mmo 1 ) . ^^-^^-^-/U (0. 2 1 2mL. 

1. 77mmol).Sti?(203mL. 3. 54mm 

oi). ^yr•fe^=¥v7k3g^t7^^*-^^l;^A (0. 

375g. 1. 77mmo 1 ) . i>J:Z/THF (4m 

L) srffifflUT. mmmi9sizimifziimiz^\^\ 
mmmit^mio. i28s.m54%)mfz. 

[ 0 3 1 0 ] Rf 0.35(Hexane:Ethyl acetate, 1:1. v/ 

v); 

iH NMR(CDCl3. 400MHz) : ^0.91 (6H, t. J=6.6 Hz), 
1.28 - 1.42 (12H, m),1.61 (4H, m), 3.30 (4H, t, J 

=7.3 Hz). 6.71 (2H. d. J=8.8 Hz). 7.47 (2H. d. J= 

8.8 Hz). 7.58 (2H. d. J=8.8 Hz). 7.65 (2H. d. J=8. 

8 Hz). 7.66 (IH. d. J=8.8 Hz). 7.84 (IH. br). 8.27 
(IH, dd, J=8.8. 2.9 Hz). 8.63 (IH. d. J=2.9 Hz) : 

MS (FAB) m/z: 536 (M + H)^ 
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(IIJfi^j202) N- [4- [4- (N-'^yf-zPTS 
J) V ys.-fVl - (2-^'an-5--hn 

IIMiCTl9 2T«!jtt^N- [4- (4-T5y7x:i 

/U) 7x::.;H - ( 2-^'nD-5--h-n7x-;l^) 
i])\/ifsi^^^Y (1. 50g. 4. 08mmo 1 ) 

-fkjJ^'^^-t A (0. 9 50g. 4. 4 9mmo 
1 ) fcit^n-'grnrypTt H (0. 477mL, 4. 

4 9mmo 1 ) ^t\iX.X^'C\,ZXA^WiW^\^tL. 
[0311] RJCJSat**** ( 1 0 OmL) ^Jn 

»i?x^;l.Tfttli, fafa:ftlg*T15t?f L/C. WSffl 

y : »i?xf-;l., 3:1. V/V) Srffll^f^iSL. ffl 
iSc^SlfiBM^b^fe) ( 1 . 1 5 g ) mfz. 
[0312] %t:>Kt:i^Wy\t'^m::!^9 J-MzWk 

y:i^i?x^;h 3:1, V/V) SrlHt^TWIgL. @ 
SSW-(k^(0. 14 3g, 8%) 
[ 0 3 1 3 ] Bf 0.74(Hexane:Ethyl acetate, 1:1. v/ 
v); 

•H NMR(DMS0-<l6. 400MHz) : 5 0.90 (3H. t. J=7.0 H 
z), 1.35 (4H, m), 1.56 (2H, i), 3.02 (2H, t. J=7.3 

Hz), 5.72 (IH, br). 6.63 (2H. d, J=8.8 Hz), 7.41 
(2H, d. J=8.8 Hz), 7.56 (2H. d. J=8.8 Hz), 7.71 (2 
H, d. J=8.8 Hz). 7.90 (IH. d, J=8.8 Hz), 8.34 (IH. 

dd. J=8.8, 2.9 Hz), 8.47 (IH, d, J=2.9 Hz). 10.70 

(IH. s) : 
MS(FAB) n/z: 437 M*. 

(Illifif5lj203) N- [4- [4- (N-yf-;t-TS 
y) 7x-;l^] 7x-;P] - (2-^'on-5--hn 
7x~;l') iDVif-^'^'S. Y 

SISfeMl9 2T'i8jSUv:N- [4- (4-75y7x- 

)V) 7x-;l'] - f,2-'9uu-5-~YU7 3.-)V) 
K ( 1. 50g, 4. OSmmo !),;>< 

^y-;K30mL) , \/r y-m'fLt^^jif&Y^y^jh^ 

(1. 54g, 24. 5mmol) m-{f'X-f)V7lVf 
th'(2. 20mL, 24. 5mmo 1 ) ^rfiEfflLT, 

%vm 1 9 5^^le®L^*ffi{^fi^v^, sfiesw^t-^ft 

(1. 5 0g, IR$8 6%) ?rt#;t. 
[03 14]Bf 0.69(Hexane:Ethyl acetate, 1:1, v/ 
v); 

iH NMR(DMS0-d6 , 400MHz) :* 0.93 (3H. t. J=7.3 H 
z), 1.40 (2H, tq, J=7.3, 7.3 Hz). 1.54 (2H. tt, J= 
7.0, 7.3 Hz), 3.03 (2H, t, J=7.0 Hz), 5.74 (IH, b 
r), 6.64 (2H. d, J=8.4 Hz). 7.42 (2H, d, J=8.4 H 
z), 7.56 (2H. d. J=8.4 Hz). 7.71 (2H, d, J=8.4 H 
z), 7.90 (IH, d, J=8.8 Hz), 8.35 (IH, dd. J=8.8, 



2.9 Hz), 8.47 (IH. d. J=2.9 Hz). 10.70 (IH. s) ; 
NB(FAB) m/z: 423 M*. 

(Iltt^2 04) N- [4- [4- (N-rPtf/PrS 
y) 7X-/H 7x-;P] - (2-^'PD-5--bn 

7x-;>) i))\'ifsii^\ F 

Ilifil?!ll9 2-Ctgiit/CN- [4- (4-r5y7x- 
)V) 7x^;H - (2-^'oQ-5--hn7x-;l.') 

tl)Vif.^^\ h' ( 1 . 0 0 g, 2. 7 Immo 1 ) , ^ 
:?y-;K2 0mL) . xry7l<S^L*'>^:^^ Un^i* 

(1. 0 3g, 16. 3mmo 1 ) fcit>'7*Pbr^yr 
;PTtH(l. 18mL, 16. Bmmo 1 ) SrfilflBU 
HJSfi^i 9 5{clSS!L/:::^t:t«v\ m^m.^ 
!H3 (0. 9 88g. JR$8 9%) Sr#3t. 

[ 0 3 1 5 ] Rf 0.67(Hexane:Ethyl acetate. 1:1. v/ 
v): 

'H NMR(DMS0-d6, 400MHz) : d 0.95 (3H, t, J=7.3 H 
z), 1.58 (2H. tq, J=7.3, 7.3 Hz), 3.01 (2H, t, J= 
7.3 Hz), 5.78 (IH, br), 6.64 (2H, d. J=8.8 Hz), 7. 
42 (2H, d, J=8.8 Hz). 7.56 (2H. d, J=8.8 Hz), 7.71 
(2H. d, J=8.8 Hz), 7.90 (IH. d, J=8.8 Hz), 8.35 
(IH, dd. J=8.8, 2.9 Hz), 8.47 (IH, d. J=2.9 Hz), 1 
0.70 (IH, s) ; 
MS (FAB) m/z: 409 M*. 

(SgJSi5!2 0 5) N- [4 - [4- (N-X^/WTS 
J) 7X-7W] 7x::.;l/] - (2-^'on-5--bn 
7x-;l/) tiV^s^'^^ Y 

IISI^19 2-C-mUitN- [4- (4-r5y7x^ 

)V) 7x-;l'] - (2-i?nn-5--ho7x-;k) 

i])Vif^^^\Y (1. OOg, 2. 71niinol),;< 
:?y-;K2 0mL) , ^yT 
(1. 03 g. 16. 3mmo 1 ) fcitXT-bhT/WT 
hH(0. 92mL, 16. 3mmo 1 ) S-figfl3UT, 

^0iji 9 5fcieiiLJt:^?£(ctMv\ mL^m.-^ 

(0. 71 4g. ltZ*6 6%) ^Wz, 

[0316] Rf 0.65(Hexane:Ethyl acetate, 1:1, v/ 

v); 

'H NMR(DMS0-d6. 400MHz) : S 1.18 (3H, t, J=7.3 H 
z). 3.10 (2H, q, J=7.0 Hz), 5.72 (IH, br). 6.63 (2 
H, d, J=8.8 Hz), 7.42 (2H, d, J=8.8 Hz), 7.56 (2H, 
d, J=8.8 Hz), 7.71 (2H, d, J=8.8 Hz), 7.90 (IH. 
d, J=8.8 Hz), 8.34 (IH, dd. J=8.8, 2.9 Hz). 8.47 
(IH, d, J=2.9 Hz), 10.70 (IH, s) ; 
MS (FAB) m/z: 395 (M + H)*. 

(llltfi^J206) N- [4- [4- (N-7'f-y|/-N- 

^v^}VT^j) 7x~;H 7x-;W] - (,2-9xiu 
-5-~Vu7 ti)Vifsi^^^ Y 
llifiM2 0 3-C't8iSL/v:N- [4- [4- (N-7't/l/ 
rs/) 7x-;U] 7x-;i/] - (2-^'oa-5-- 
hD7xX7W) ;^;l,,-}<df-t5K (0. 2 00g, 0. 4 
72mmo 1 ) , n-^T/l^rt H (0. 20 Ira 
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L, 1 . 8 9mmo 1 ) . g^B! ( 0 . 2 1 6mL. 3. 
77mmol). b UT-fe h^xTKf^^t^^'^^t h U ^ 
A(0.400g. 1.89mmol). fcJil/THF 

(4mL) mmtx. mmi9 8iztmLfzum(fZ 
m\mmmt^m{o^ i33g, 11x^57%) ^ 

[03 1 7] Rf 0.36(Hexane:Ethyl acetate, 3:1. v/ 
v): 

iH NMR(CDCl3, 4OOMH2) : d 0.93 (3H, t, J=7.3 Hz), 
0.97 (3H. t. J=7.3Hz). 1.30 - 1.42 (6H, m), 1.56 
- 1.68 (4H, m), 3.30 (4H. m), 6.71 (2H. d. J=8.8 H 
z). 7.47 (2H, d, J=8.8 Hz), 7.58 (2H, d, J=8.8 H 
z). 7.65 (2H, d, J=8.8 Hz), 7.66 (IH, d, J=8.8 H 
z), 7.84 (IH. br). 8.27 (IH, dd, J=8.8.2.9 Hz), 8. 
63 (IH. d, J=2.9 Hz) ; 
MS (FAB) m/z: 493 W. 

{mm207) N- [4- [4- (N. N-'jy^JU 
rS/) yx:z/U'} ^x:::/^] - (2-^^00-5-:::. 

mmm203x^muzN- (4* -7^f^;^T$y-t' 

7x-;^-4-">f;l') - (2-^^nn-5-::::hP7x 
(0. 20 Og. 0. 4 7 2mm 
o 1 ) . yf-Zl/T/l/rt H ( 0 . 1 7 0 mL. 1 . 8 9 
mmo 1 ) . (0. 216mL. 3. 77mmo 
1). hUT-feh^^xTk^^L^^S-fhU^J^ (0. 4 
00g.l.89mmol). ^dJ:I/THF (4mL) 

Smt^iO. 202g. mS9%) iWz. 
[0 3 18] Rf 0.32(Hexane:Ethyl acetate, 3:1, v/ 
v); 

iH NMR(CDCl3, 400MHz) : d 0.97 (6H, t. J=7.3 Hz), 
1.38 (4H. tq, J=7.3Hz). 1.60 (4H. m). 3.31 (4H. 
t, J=7.7Hz), 6.71 (2H, d, J=8.8 Hz), 7.47(2H. d, J 
=8.8 Hz), 7.58 (2H, d. J=8.0 Hz), 7.65 (2H. d, J= 
8.0 Hz), 7.66(1H, d, J=8.8 Hz), 7,84 (IH. br), 8.2 
6 (IH, dd, J=8.8, 2.9 Hz), 8.63 (IH, d, J=2.9 Hz) 
» 

MS(FAB) m/z: 479 (M + H)*. 
(^]!ifel?lJ2 08) N- [4- [4- (N-y^/l'-N- 
rntvUTSy) 7x^y|/] 7x-;u] - (2-^^00 
-5--hn7x-;U) 

llifi«^2 0 3T'$8jSt3tN- [4- [4- (N-7^f-;P 
rsy) 7x:::;U] 7x:i;P] - (2-^nn-5-::: 
hn7x-yl/) :^/U7fs^^i K (0. 200g. 0. 4 
72mmo 1 ) , rntr^ryr/Urt K (0. 13 6m 
L. 1. 89mmol).PSg(0. 216mL. 3. 
77mmol). hUT-ir h^>'*3g'ft*'>^-fh 
A(0.400g, 1.89mmol). fcctl/THF 

(4mL) mmix. m&mi9s^zimifziim^z^ 
m\miimit^m(o^ i23g. ir^5 6%) sr 



ntz. 

[ 0 3 1 9 1 Rf 0. 29 (Hexane: Ethyl acetate, 3:1, v/ 
V): 

iH NMR(CDCl3, 400MHz) : d 0.96 (6H, m),1.38 (2H, 
tq, J=7.3, 7.3 Hz), 1.62 (4H, m), 3.30 (4H, m), 6.7 
1 (2H. d. J=8.8 Hz). 7.47 (2H, d. J=8.8 Hz), 7.58 
(2H, d, J=8.0 Hz), 7.65 (2H, d. J=8.0 Hz), 7:66 (1 
H, d, J=8.8 Hz). 7.84 (IH. br). 8.27 (IH, dd, J=8. 
8. 2.9 Hz). 8.64 (IH, d, J=2.9 Hz); 
^B(FAB) m/z: 465 M*. 

(mmm209) N- [4- [4- {N-n-JU-N- 
x^/l/TSy) 7x:::;H 7x:::;l/] - {2-i^ua- 

mim20 3XWtli^N- [4- [4- (N-r^;!^ 
r$y) 7x^71^] 7x~7^] - {2~:^art-5-:::^ 
hP7x:i;W) (0. 2 00 g. 0. 4 

72mmo 1 ) . rPf^ryr/l^rbH (0, 10 6m 
L, 1. 89mmo 1 ) . i^K (0. 216mL. 3. 
77mmo 1 ) . h^JT-^h^i^yi^mitt^^ymi^hV^ 
A(0. 400g. 1. 89mmol). i3j:l/THF 

(4mL) imix. m&mi9SiziimuziTmiz 
mKmamit-^io. i20g. ir$56%) s: 
ntz. 

[03 20] Rf 0.27(Hexane:Ethyl acetate. 3:1. v/ 

v); 

^H NMR(CDCl3. 400MHz) : ^0.98 (3H. t, J=7.3 Hz). 

1.19 (3H. t. J=7.3Hz). 1.39 (2H. tq. J=7.3. 7.3 H 
z), 1.56 - 1.66 (4H, m), 3.30 (2H, t, J=7.3 Hz), 
3,41 (2H, q, J=7.3 Hz). 6.73 (2H, d, J=8.8 Hz). 7. 
47 (2H. d. J=8.8 Hz). 7.58 (2H. d. J=8.0 Hz). 7,65 

(2H. d. J=8.0 Hz). 7.66 (IH, d. J=8.8 Hz), 7.84 
(IH, br), 8.27 (IH. dd. J=8.8. 2.9 Hz). 8.63 (IH, 
d, J=2.9Hz) ; 
^B(FAB) m/z: 451 M*; 

mmm2io) [4- [4- (N-y^;i.-N- 

:^^)UT^y) 7x:i;l/] 7x:^;l/] - (2-i^aa- 
5-:::hP7x-;l/) ^fUjfs^Vi K 

mmm2 0 3TmtifzN- [4- [4- (N-T'f-;^ 

7S/) 7x~;U] 7x-/I/] - (2-^np-5-- 
hP7x-;l') /Jf\^n(^^i¥ iO. 2 00 g. 0. 4 
7 2mmo 1 ) S-DMF (2mL) W§fi?§-ti-> ^Sit 
•^hU^A (0. 0 2 3g. 0. 5 19mmo 1 ) $:Sn 
Ifz. OViZXSOWSmUz^k. B^iUi^Jl 
(0. 035mL. 0. 566mmol) iMtX^i^ 

[032 1 ] Kmm^zTii ( 2 0 m L) iMixmmx^ 
mE^mifz. t#tnf^ss*x5'y-;K2m 
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EmiXWmsm.'^(0. 120g.lR$58 
%) i:%fz. 

[ 0 3 2 2 ) Rf 0.41(Hexane:Ethyl acetate, 2:1, v/ 
v); 

'H NMR(CDCl3, 400MHz) : S 0.96 (3H, t, J=7.3 Hz), 
1.43 (2H. tq, J=7.3. 7.3 Hz), 1.60 (2H, it. J=7. 

3. 7.3 Hz), 3.13 (2H, t, J=7.3 Hz), 3.53 (3H, s), 

6.61 (2H, d, J=8.8 Hz). 7.14 (2H. d, J=8.8 Hz), 7. 

32 (2H. d. J=8.0 Hz), 7.37 (2H, d, J=8.0 Hz), 7.38 
(IH. d. J=8.8 Hz), 7.97 (IH, dd, J=8.8, 2.9 Hz), 

8.06 (IH. d, J=2.9 Hz) ; 

MS(FAB) m/z: 438 (M + H)*. 

mmm2 ii ) n- [4- [4- (N-^yf-/w-N 
mmm2 0 4X'mmLfzN- [4- [4- (N-rntf 

;l^7$/) yx-JV] ^x-zl'] - {2-^'DD-5- 
-h^yx~/U) :^Jl'^^^fil^ {0. 200g, 0. 
4 88mmo 1 ) , n--^T;UTbH (0. 2 0 8m 
1. 9 5mmo 1 ) , g^K (0. 2 2 3mL. 3. 
90minol). ^Ur•fe^^^^*«^t*':'«-^^ 'J-i? 
A(0. 414g, 1. 95mmol) , HXX/THF 
(4mL) ^iSMLT, ^Ml98tCifi«JLJt:frffitC 
SiBaWib-^?% ( 0 . 1 7 9 g. IR*7 7%) 2: 

[0 3 2 3] Rf 0.60(Hexane:Ethyl acetate. 2:1, v/ 
V): 

>H NMR(CDCl8, 400MHz) : $ 0.92 (3H, t, J=7.3 Hz). 

0.95 (3H, t. J=7.3Hz), 1.35 (4H, m), 1.63 (4H, 
m), 3.29 (4H. m), 6.61 {2H. d. J=8.8 Hz). 7.47 (2 
H, d, J=8.8 Hz), 7.57 (2H, d, J=8.8 Hz), 7.64 (2H, 

d. J=8.8 Hz), 7.66 (IH, d. J=8.8 Hz). 7.83 (IH. b 
r). 8.26(1H. dd, J=8.8, 2.9 Hz), 8.63(1H, d, J=2.9 

Hz) ; 

(^mm2 1 2) N- [4- [4- (N-X-?-;l/-N- 

Tat'iUTi/) 7xr^/^] 7x-;H - (2-?oo 

mmm2 0 4X'mmLt:N- [4- [4- (N-mtr 

Jl'Ti/) yx-/\^l 7x-/l/] - (2-^'oo-5- 
:zbn7x-;l/) ;^;l^,ifdf-tS F (0. 200g, 0. 
488mmo 1 ) SrTHF (4mL) tl?gfj|$-ti-, 7-fc 
hTlUThY (0. 1 0 9mL. 1 . 9 Srnmo I ) , 
S^iS (0. 2 2 3mL, 3. 9 0mmo 1 ) . MI7-b 
h=^fx^Km5^'>lg-^^'J'f^ (0. 4 14g. 1. 9 
5mmo 1 ) ital. 0X;{=T1. S^^JSB^Uc. 

10 3 24] ^mmmzmam^Tii ( i omD , tk 

(20inL) Jd;c., S^ffix^/l^tllfililU^:. iTlSffiSrfia 

^■km-cmmk. m^mt-thv^yj^xmsii, mm 

m.mifz. %CyiXfzm.i:c9 J-)V {2 



jtis^iiL-cinei ( 0 . 1 2 4 g , ms s 

%) mtz. 

[0325] Rf 0.41(Hexane:EthyI acetate. 2:1, v/ 
v):' 

'H NMR(a)Cl3, 400MHz) : 5 0.96 (3H, t, J=7.3 Hz), 
1.19 (3H, t, J=7.3Hz), 1.66 (2H. tq, J=7.3. 7.3 H 
z), 3.27 (2H, t, J=7.3 Hz), 3.42 (2H, q,J=7.3 Hz), 
6.73 (2H, d, J=8.8 Hz), 7.47 (2H, d, J=8.8 Hz), 
7.58 (2H, d,J=8.8 Hz), 7.65 (2H. d, J=8.8 Hz), 7.6 
6 (IH, d, J=8.8 Hz), 7.85 (IH, br), 8.26(1H, dd, J 
=8.8, 2.9 Hz), 8.63 (IH, d, J=2.9 Hz) : 
{mm\2 1 3) N- [4- [4- (N-;<f-;l^-N- 
rduyl-rsy) 7x-;P] 7x-;l^] - (2—^uu 

- 5 - - h n 7 X -;^ ) ;^;W,1fdf -t^ 5 H 

mm\2 0 4X'^Lfz^- [4- [4- (N-rnt 
;UTSy) 7X-/1.'] 7X-/1'] - (2-9X1U-5- 
~Vnyx-lV)t))i'ifA^i.Y{0. 20 0g. 0. 
4 8 8mm o 1 ) SrDMF (2mL) lC^M$-t. 
ittY.^)^J^ (0. 023g, 0. 537mm oDSr 

%\iz.ti. 0'azx3 0^^i^Ltz^k. ^'>^bJ<^/^ 

(0. 037mL, 0. 586mmo I ) ^MtX^h 

[0 3 26] RJiSiMt;* (2 0mL) SriPtTftUx 
^/PtHHai L , 3 H! , te*tfeffl*T' 1 HI* 

wLtz. ^m^mmMi-v'j^j^xmi^L. mmi 
m.mifz. ^tfzmm^^ixx^y-fu 
x-mmk. msmixmimit-^ ( o . 119 

g, IR*5 8%) Sr^^. 

[0 327] Rf 0.31(Hexane:Ethyl acetate, 2:1, v/ 
v); 

'H NMR((3)Cl3, 400mz) : d 1.00 (3H, t, J=7.3 Hz), 
1.65 (2H. tq, J=7.3, 7.3 Hz). 3.10 (2H, t, J=7.3 

Hz), 3.53 (3H, s), 3.78 (IH, br), 6.61 (2H. d. J= 

8.8 Hz), 7.13 (2H, d, J=8.8 Hz), 7.32 (2H, d, J=8.8 
Hz), 7.37 (2H.d. J=8.8Hz). 7.38 (IH, d. J=8.8 H 

z). 7.98(1H. dd, J=8.8. 2.9 Hz). 8.06(1H. d, J=2.9 
Hz) ; 

(mim2 14) N- [4- [4- (N, N-vXyf- 
)UTS.y) 7x-;H yx-)\^l - (2-^'DD-5- 

- ho7x-yP) ;5r;l/^^-t^S V 

m&m2 0 2X'W&Lt:N- [4- [4- (N-^yf- 
l]^7S./) 7x-;U] 7x-;U] - (2-^'Dn-5- 
:ihD7x-;l/) X?;U;K^-9-S H (0. 086g, 0. 
1 97mmo 1 ) , n-^7f\^ftV (0. 084m 

0. 789mmo 1 ) , 1^ (0. 090mL, 
1. 58mmol), h 'J T-fe h^v-rKm•fb*'>^:^ h 
U'>A(0. 167g, 0. 789mm ol), tSXl/ 
THF ( 1 . 5mL) SrfiEfflLT. mtmi 98t£J8 

Uzifmizm\ siEswfl:^ ( o . o 3 4 g . w 
3 4%) ^nrc. 
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[0 3 283 Rf 0.65(Hexane:Ethyl acetate, 2:1, v/ 
v); 

iH NMR(CDCl3. 400MHz) : d 0.93 (6H. t, J=7.3 Hz). 

1.36 (8H. m), 1.62(4H, m), 3.30 (4H, t, J=7.3 H 
z). 6.71 (2H, d, J=8.8 Hz). 7.47 (2H. d. J=8.8 H 
z). 7.58 (2H. d, J=8.8 Hz), 7.65 (2H, d. J=8.8 H 
z), 7.66 (IH. d, J=8.8 Hz), 8.27 (IH. dd. J=8.8, 
2.9 Hz). 8.64 (IH. d. J=2.9 Hz) : 

^6(FAB) m/z: 507 M^ 

(mm2 15) N- [4- [4- (N-^^;!/-N- 

~5~:ihn7x-/l/) F 
IISfe0«2O2'C«iit/::N- [4- [4- (N-^^y^ 
;i/r$y) 7x-;^] 7x-;i/] - (2-^^00-5- 

-hn7xr:;l/) ;<?;l/;Jf^'9-S H (0. 175g. 0. 
400mmo 1 ) . 7k^>fl::^NU^A (0. 019g. 
0. 4 4 0mmo 1 ) , B^it^^Ji^ (0. 0 3 0m 
L, 0. 480mmo 1 ) teJ:t/DMF (2mL) Srffi 
fflLT. II»J2 1 OCiSKL/:::^Stt*v\ ^IBBW 
<b^tt(0. 14 2g. 1R$7 9%) 
[ 0 3 2 9 ] Rf 0.42(Hexane:Ethyl acetate. 2:1. v/ 
v); 

iH NMR(CDCl3, 400MHz) : d 0.92 (3H, t. J=7.3 Hz). 

1.37 (4H. m). 1.62(2H, m). 3.12 (2H. t. J=7.3 H 
z). 3.54 (3H. s), 6.61 (2H, d. J=8.8 Hz). 7.14 (2 
H, d, J:=8.8 Hz). 7.32 (2H. d. J=8,0 Hz). 7.37 (2H. 

d, J=8.0 Hz). 7.38 (IH. d. J=8.8 Hz). 7.97 (IH. d 
d, J=2.2. 8.8 Hz), 8.06 (IH. d. J=2.2H2) ; 
MS (FAB) m/z: 451 M*. 

(^SS^2 16) N- [4~ [4- (N-X^;U"N- 
^yf-;^r5y) 7x:i;^] 7x-y|/] - 

-5-:::h07x-;l/) :^JUJi(^^iV 

mmm2 0 5TmmLfzN- [4- [4- (n-x^^/i- 

75/) 7x-;^] 7x:::;P] - (2-:?'pn-5-- 
h07x-;P) *;^Kdfif5 K (0. 139g. 0. 3 
5 1mmo 1 ) . n-^^T/l-TtH (0. 14 9m 
L. 1 . 4 0mmo 1 ) . BBS (0. 1 6 ImL. 2. 
Slmmol). hVT-^h^i^yi^mitt^^Mi^h'J'y 
A(0.298g. 1.40mmol). fcit/THF 

(2. 8m L) imtx. mm\i9 8^zimuzu 
m^zm\miimit^m{o, i30g.W7 9 

%) Srtl^c, 

[ 0 3 3 0 ] Rf 0.38(Hexane:Ethyl acetate. 2:1. v/ 
v); 

iH NMR(CDCl3. 400MHz) : d 0.93 (3H. t, J=7.3 Hz). 

1.19 (3H, t. J=7.3Hz). 1.35 (4H. m), 1.63 (2H. 

m). 3.29 (2H. t. J=7.3 Hz). 3.41 (2H. q. J=7.3 H 

z). 6.73 (2H. d. J=8.8 Hz). 7.47 (2H. d, J:=8.8 H 

z). 7.58 (2H, d, J=8.0 Hz). 7.65 (2H. d, J=8.0 H 

z). 7.66 (IH, d, J=8.8 Hz). 8.26 (IH. dd, J=8.8. 



2.9 Hz), 8.63 (IH, d. J=2.9 Hz) ; 
NB(FAB) m/z: 465 M*. 

(SIM^2 17) N- [4- [4- (N. N-xXf^;!^ 
75/) 7x:::;U] 7x-;H - (2-:^pn-5-- 
hn7x:::;U) :^)U:r^^^^ V 
mmm2 0 5XWtUzN- [4- [4- (N-x^;P 
75/) 7x:i/^] 7x:i7l/] - ( 2-^'PO-5~:=. 
hD7xx;W) S K (0. 200 g. 0. 5 

05mmo 1 ) SrTHF (4mL) i^Zim^^. T-^h 
7/l-TbH (0.11 3mL. 2. 02mmo 1 ) , » 
K(0. 2 3 1mL. 4. 04mmo I ) . hU7-th 
^v'TKS^k^'^S'fhU^A (0. 428g. 2. 02 

mmo 1 ) itwi. o^ccTi. 5mmmnuz. 

[033 1 ] mmmmmm«yi^ i I OmL) . 

(2 0mL) jDi. g^Sx^;UT'ttaiL?t, ^affiSrgS 

tvux-Tyi-T^?t». wsmixmmmit^ . 

(0. 186g. IR$87%) ^%fz. 
[0 3 32] Rf 0.25(Hexane: Ethyl acetate, 2:1, v/ 
v): 

iH NMR(CDCl3, 400MHz) : ^1.20 (6H. t. J=7.3 Hz), 
3.40 (4H, q, J=7.3Hz). 6.75 (2H. d. J=8.8 Hz), 7. 
48 (2H. d, J=8.8 Hz). 7.58 (2H. d. J=8.0Hz), 7.65 
(2H, d, J=8.0 Hz), 7.67 (IH, d. J=8.8 Hz), 8.26 (1 
H, dd. J=8.8, 2.9 Hz), 8.63 (IH, d, J=2.9 Hz) ; 
hfS(FAB) m/z: 423 M*. 

{mim\2\S) N~ [4- [4- (N-Xf-;P-N- 
^f-;U75y) 7x:::7P] 7x:::;H - (2-^^00- 
5-:ihn7x-;l/) fjfV^s^^^Y 

mmm2 0 5xwtLfzn- [4- [4- (N-xf-/^ 

7Sy) 7x-;H 7x:i;P] - (2-^^00-5-3: 
h07x-;l/) F ( 0. 20 2 g. 0. 5 

0 5mmo 1 ) , 7mi\LfV')^J^ (0. 0 24g. 
0. 5 5 5mmo I ) , B^it^i-)V (0. 0 3 8m 
0. 6 0 6mmo 1 ) ioit/DMF (2mL) S-ffi 

fflLT. ^]tte«2 io\,z%muz-)^m^zm,\\ wiim 

it'^kO. 14 1g. IR*6 8%) 
[0 333] Rf 0. 32 (Hexane: Ethyl acetate. 2:1. v/ 
V): 

iH NMR(CDCl3. 400MHz) : d 1.26 (3H, t. J=7.3 Hz). 

3.18 (2H. q. J=7.3Hz), 3.54 (3H. s). 6.62 (2H, d. 

J=8.8 Hz), 7.14 (2H, d. J=8.8 Hz). 7.32(2H, d, J= 
8.0 Hz). 7.38 (3H. m), 7.97 (IH, dd, J=8.8. 2.9 H 
z). 8.06 (IH.d. J=2.9 Hz) ; 
MS (FAB) m/z: 409 M* . 

{%mm2 1 9) N- [4- [4- (N-:ti^f-;U75 
y) 7x-;H 7x:::;H - (2-^'nn-5~:::hn 
7 X :::;!/) iiJVm^^Y 

mmi92X^Lfz^- [4- (4-75y7x- 
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K ( 1 . 50g. 4. OSmmo 1 ) i:^ 

(3 0mL) irzmm^^. i^ryyi^mitt^^m 

i'hV^M.il, 54g. 14. 4mmo 1 ) fcil^f^T 
^i^i'-JU (3. 82mL. 14. 4mmo 1 ) irMl 

[0334] mmm^^m ixmtitzmmy^ 9 j 

KigLTSieaWfc'&ft ( 1 . 2 0g.lR$6 1%)^ 

[0 3 3 5] Rf 0.79(Hexane:Ethyl acetate, 1:1, v/ 
v); 

iH NMR{DM50-d6. 400MHz) : d 0.87 (3H. t. J=6.6 H 
z). 1.20 - 1.40 (lOH.m). 1.55 (2H. m), 3.02 (2H, 
t, J=7.0 Hz), 5.75 (IH, br), 6.63 (2H, d. J=8.8 H 
z). 7,41 (2H. d, J=8.8 Hz), 7,56 (2H, d. J=8.8 H 
z). 7.71 (2H, d, J=8.8 Hz), 7.90 (IH, d, J=8.8 H 
z), 8.34 (IH, dd, J=8.8, 2.9 Hz), 8.47 (IH, d. J= 
2.9 Hz), 10.70 (IH, s) ; 
MS(FAB) m/z: 479 M\ 

(SIM^J220) N- [4- [4- (N-A.:^i/';l/-N 
-:t^f*;ursy) 7x-;H 7x-;W] - (2-^n 
o-5--bP7x-;^) ij}Vif^^^\Y' llSSig 
l?St^]2 19t'i?JiUcN- [4- [4- W-^^^y 
)Vr\J) 7x:^;l/] 7x:i;l'] - (2-^nn-5- 
ti)V^^^^\Y 150g. 0. 
3 13mmo 1 ) 5rTHF (3mL) tljg^^ii:. 
1^-^-;K0. 15 0mL, 1. 2 5mmol),ftgS 

(0. 143mL.2. 50mmol). hUT-feb^ 
x*«'fb*:^«thU'>A (0. 265g. 1. 25m 
mo 1 ) SrJlPi.. Q^C\ZX2^mmU^. 

[0 3 3 6] Sffi^i?StCfiaWi[W7K (1 OmL) . tK 

(20mL) JO;l. i^SSxf^;PT'}l&aiL/i. ^ffl^^ 

^ix?tSS^x:5'y-;P ( 2mL) (ijS^^-tt. 

^^n'7h/7 7>f- (^^-^y :»Kxf-;i/. 4:1, 

X-f ( 4 m L) (Cji^L 1 NJgg?- >;x^;^X-f- 
yW?§?«(0. 5mL) S:Jp;l. Jffi 
Se«LTSfeSW^^(0. 102g.lR*54%) 

[03 3 7] iH NMR(DMS0-d6. 400MHz) : ^0.83 (6H, 
m). 1.21 (18H. m), 1.66 (2H. m), 3.91 (4H. m), 7. 
70 - 8.00 (8H, m), 7.91 (IH, d, J=8.8 Hz), 8.36(1 
H. dd, J=8.8. 2.9 Hz), 8.50 (IH, d, J=2.9 Hz) ; 
MS(FAB) m/z: 564 (M - CI)*. 
(ISife«221) N- [4- [4- (N-^^'^/U-N 
-^yf-;l/7$y) 7x:::;i/] 7x:::;U] - {2-9^0 
o-"5--hP7xx;l.) X7/^;JOr1f^ H • ItSISS 



IIWJ2 1 9T^5gL;tN- [4- [4- (N-a.:^?^^/' 
)Vr^J) 7xx;H 7x:::yH - (2-:^pn-5~ 
:::hD7x:::y^) ^yP.lf^-lfS H (0. 15 0g. 0. 
3 1 3mmo 1 ) . n-^T/l/rhK (0. 133m 
L, 1. 2 5mmo 1 ) . ( 0. 14 3mL. 2. 
50mmol). Y')r'zV^'yim\t^^'^%irV^}'^ 
A (0. 26 5g. 1 . 2 5mmo 1 ) . THF (3m 

L) ^ffifflLT. %m\22^\zm^u:.-ysmz^\^. 

SiegW^b'&Jft ( 0 . 06 0g. «$3 3%) ^fffc. 

[0 3 38] IH NMR(DM5a-d6, 400MHz) : d 0.82 (6H. 

m), 1.21 (16H, m), 1.65 (2H. m), 3.77 (4H. m), 7. 
70 - 8.00 (8H, m), 7.91 (IH, d, J=8.8 Hz), 8.36(1 
H, dd. J=8.8. 2.9 Hz). 8.49 (IH, d. J=2.9 Hz) ; 
M5(FAB) m/z: 550 (M - CI)*. 

(||»J2 22) N- [4- [4- (N-yf^/lz-N- 
i^9&}Vr^J) y 7x:::;U] - (2-^^00 
-5-xhn7xX/^) ijiVif^^^^^Y 
jli60iJ2 1 gt-iSBtt^N- [4- [4- (N-A,drSy 
;Pr^y) 7x-;H 7x:::;l/] - (2-:^no-5- 
xhn7x-;U) H (0. 15 0g. 0. 

313mmo I ) . T^^yUT^I^rbK (0. 113m 
1. 25mmol).SK(0. 143mL. 2. 
5 0mmol). Y^)r'^Y^y^%\tit>^^%'f^V')^ 
A(0. 265g. 1. 25mmo 1 ) . THF (3m 
L) Sri^fflLT. USSI^Jl 9 8tliStJUc:^rffitcfi!V\ 
SiegW^t'&JI^ (0. 09 1 g. IR$54%) $:t#/-o 

[ 0 3 3 9 ] Rf 0. 65 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

iH NMR(CDCl3. 400MHz) : .^0.90 (3H, m), 0.97 (3H. 

t. J=7.3 Hz), 1.24- 1,42 (12H, m), 1.60 (4H, la), 
3.30 (4H, m). 6.71 (2H. d, J=8.8 Hz), 7.47 (2H, d, 

J=8.8 Hz), 7.58 (2H, d, J=8.8 Hz). 7.65 (2H. d, J 
=8.8 Hz), 7.66 (IH. d. J=8,8 Hz), 7.84 (IH, br), 
8.27 (IH, dd, J=8.8, 2.9 Hz), 8.64 (IH, d, J=:2.9 H 
z) ; 

MS (FAB) m/z: 535 ff . 

mW\223) N- [4- [4- (N-7^^;U-N- 
i^^'^r^rXJ) 7xx;i/] yx^)^] - (2-^'nn 
-5--hn7x:^;^) ;;7;P;K=5r-9-5 F ■ lSS?iS 
^Jt0^J2 2 2T«itL?tN- [4- [4- (N-r^/l- 
-N-:ti5'f-;U75y ) 7xX;^] 7xX;l.] - (2- 
^pp--5-xhn7xXyi.) ;?^/l/;J<^'»f $ H (0. 0 
34 g. 0. 0 6 3mmo 1 ) $: >-'xf-;l/X-T;P ( 1 
mL) tcJSMU 1 NJes-i/xf^/px-r/^iiSE ( 0 . 
2mL) ^nUz. feb^^llW^Sr^JR. «ff9g«LTII 
IBBW-ft^^il (0. 028g. IR$77%) 

[0340] iH NMR(DM50-d6, 400MHz) : <^ 0.82 (6H, 
m). 1.21 (14H, m). 1.64 (2H. in),3.74 (4H. m), 7.70 

- 8.00 (8H. m), 7.91 (IH. d. J=8.8 Hz), 8.36(1H. 
dd,J=8.8, 2.9 Hz). 8.49 (IH, m); 
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MS(FAB) m/z: 536 (M - Z\)\ 
{mtm]224) N- [4- [4- (N-Jt^f-Zl—N 

p-5--bo7x::i;U) ^/I^.-K^i^S K 
»SSfiR]2 19t'g!3tUv:N- [4- [4- (N-^^x 
;i^rsy) 7x:::.;^] 7x-yP] - {2-^ua-5- 
r^ho^x:!/!^) (0. 150g. 0. 

3 13mmo 1 ) . rotr^yT/UrtH (0. 0 90 
mL. 1. 25mmo 1 ) . i^K (0. 143mL. 
2. 5 0mmol). hVT-^h^i^:^mitt^^mi^h 
';^A(0. 265g. 1. 25mmo I ) . THF 

(3mL) ^mtx. mmmi98i,zimLrz:fjmi,z 
m\miimit^m(o. io3g. ir*63%) ^ 

[ 0 3 4 1 ] Rf 0.63(Hexane:Ethyl acetate, 2:1, v/ 
v); 

iH NMR(CDCl3, 400MHz) : d 0.89 (3H, t, J=7.3 Hz), 
0.95 (3H. t, J=7.3Hz), 1.24 - 1.38 (m, m). 1.63 
(4H. m), 3.28 (4H, m), 6.71 (2H. d. J=8.8 Hz), 7. 

47 (2H, d, J=8.8 Hz), 7.57 (2H, d, J=8.8 Hz), 7.64 
(2H, d, J=8.8 Hz). 7.65 (IH. d. J=8.8 Hz). 7.86 

(IH, br), 8.25 (IH, dd. J=8.8, 2.9 Hz). 8.62 (IH. 

d, J=2.9 Hz) ; 

MS(FAB) m/z: 521 M*. 

(mmm225) N- la- [4- (N-x^;1/-N- 
^r^^/i/TS/) yj::=^/\^] - (2-:^PO 

-5-:^hn7x:i;P) ^/U.K^-^-SF 

mmm2i9XMmuzN- [4- [4- {N-^^i^ 

)\^7^y) 7x:::;U] 7x-;H - (2-^nn-5- 
:::hn7x:^;l/) (0. 150g. 0. 

3 1 3mmo 1 ) . T-thTfUftV (0. 078m 
1. 25mmol).PiS(0. 143mL. 2. 
5 0mmol). b 'JT-fe h*i^*^^b*^^^b 'J ^ 
A(0. 265g. 1. 25mmo 1 ) . THF (3m 

L) ^mmix. m&m2 1 nztmuzimizm\ 

SIBaM^b-^^ft (0. 097g. IR$6 1%) Srffy::. 
[0 34 21 Rf 0. 61 (Hexane: Ethyl acetate. 2:1. v/ 
V): 

iH NMR(CDCl3, 400MHz) : d 0.89 (3H, t, J=7.3 Hz), 
1.19 (3H. t. J=7.3Hz). 1.24 - 1.38 (lOH. m), 1.62 
(2H, m), 3.29 (2H, t, J=7.3 Hz). 3.41 (2H. q. J= 

7.3Hz), 6.73 (2H, d, J=8.8 Hz), 7.48 (2H, d. J=8.8 
Hz), 7.58 (2H, d, J=8.8 Hz), 7.65 (2H. d. J=8.8 H 

z). 7.66(1H, d, J=8.8 Hz), 7.83 (lH,br). 8.27 (IH. 
dd. J=«.8, 2.9 Hz), 8.64 (IH, d. J:=2.9 Hz) ; 

MS(FAB) m/z: 507 (M + H)^ 
(mm226) N- [4- [4- (N-;<f-;U- N~ 

^^^)i^7i/) 7x-;l/] 7xr:;U] - (2-^^00 

-5--b07x::i;P) fUU^^^-^iV^ 

mmm2i9x^muzN- [4- [4- (n-^^^^ 



JlT^y) 7x-;H 7x-;!/] - {2-i^av-5- 
:ihn7x:i/l') ;<?;^.1f^'9-S h' (0. 150g, 0. 

3 13mmo I ) . Tk^'fb^hU'^A (0. 015g. 
0. 34 5mmo 1 ) . B^itj^^-fi^ (0. 0 2 3m 

0. 3 7 5mmo 1 ) fcit/DMF (2mL) Srffi 

mix. mmm2 1 oizMmuzijmizm\ mam 

^t^!i*l(0. lOlg. IR$6 6%) 
[0343] Rf 0.31(Hexane:Ethyl acetate. 3:1. v/ 

v); 

iH NMR(CDCl3. 400MHz) : (^0.88 (3H, t. J=7.3 Hz), 
1.25 - 1.45 (lOH, m). 1,50 - 1.65 (4H. m). 3.12 

(2H, t, J=7.3Hz). 3.53 (3H, s). 6.61 (2H,d. J=8.8 
Hz). 7.14 (2H. d. J=8.8 Hz). 7.32 {2H. d, J=8.0 H 

z). 7.37 (2H.d, J=8.0 Hz). 7.38 (IH. d. J=8.8 Hz). 
7.97 (IH, dd, J=8.8, 2,2 Hz). 8.06(1H. d. J=2.2 H 

z) ; 

MS (FAB) m/z: 494 (M + H)*. 

{mmm227) n- [4- [4- (fji^y-s-^f 

(2-:^nD-5-~bo7x:i;^) K 

mmmissTWttfzN- [4- (i^^yi^y-i- 

>f;U) 7x-;l/] - (2-^aa-5-:=^h^y:!^:=> 
JU) ;*;k1<^-tSH • 2im^{0. 20 0 g. 0. 4 
eimmo 1 ) . jrinf-yK^^nU H -ffii^ie (0. 1 
2 3g. 0. 6 9 2mmo 1 ) . try i^'V ( 2 mL) S: 

mtx. mmmis3izmmifz')jmm\\ mms 

[03443 iH NMR(CDCl3, 400MHz) : d 3.20 (4H, 
id), 3.62 (2H, m), 3.95 (2H, ra), 6.94 (2H. d. J=8.8 

Hz). 7.39 (IH. dd, J=5.1, 8.0 Hz). 7.55 (2H. d, J 
=8.8Hz). 7.62 (IH. d. J=8.8 Hz). 7.79 (IH. m), 8.1 

4 (IH. br). 8.22 (IH. dd.J=8.8. 2.1 Hz), 8.55 (IH. 
d. J=2.1 Hz), 8.68 (2H, m) ; 

MS (FAB) m/z: 466 (M + H)*. 

(^mm22S) N- [4- [4- (t^'ji;y-4->f 

/U-;;?/!/;^-;!/) f ^^i^V-l--^ /H 7x-;^] - 
(2-^^nn-5~:^hn7x:::.;^) ;&;I/7K^1^5 H 

mmmi3 3xwkLfzN- [4- (e^5>?y-i- 

^/U) 7x-;i/] - ( 2-:?^np-5--hP7x- 
;l.) ^yU.'K^'^'SK • 2®K^ (0. 20 0 g. 0. 4 
6 1mmo 1 ) . ^y::::r?f-yiS?'P'JF-^Kfi 
(0. 12 3g. 0. 6 9 2mmo 1 ) . t"Uxy (2 
m L) Sr^ffl LT > mmm 1 8 3 (cfSK Ifzlfmiz^ 
SlfiSW^t-^^ (0. 20 5g. IR^9 6%) 

[03451 iH NMR(CDCl3. 400MHz) : ^3.12 (2H. 
m). 3.27 (2H. m). 3.54 (2H, m). 3.95 (2H, m), 6.93 

(2H, d. J=8.8 Hz). 7.32 (2H. d. J=5.8 Hz), 7.55 
(2H, d, J=8.8 Hz), 7.64 (IH, d, J=8.8 Hz). 8.00 (1 
H. br), 8.24 (IH. dd, J=8.8,2.1 Hz). 8.58 (IH. d. 
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J=2.1 Hz)» 8.72 (2H, d, J=5.8 Hz) ; 
MS(FAB) m/z: 466 (M + H)* . 
(IIJfe01j229) N- (2-Xh^i^7x-;U) - (2 

2- xh^>/r:::Uy (0. 33g. 2. 40mmo 

1 ) s DMA (4mL) ^^mz2-^\:ixi-5-=^h 
n$.&#g?^'nU H (0. 58g. 2. 64mmo 1 ) 
SrflgfflLT. ^M2tfB3ffiL^c:^ffi(it^i\ SIEgW 
ft^tt (0. 4 1 g. JR*5 4%) $rf#fc. 

[ 0 3 4 6 ] iH NMR(DMS0-d6 , 400MHz) : ^ 1.35 (3H, 

t, J= 7.0 Hz), 4.10 (2H, q. J=7.0 Hz), 6.98 (IH, 
t. J= 7.5 Hz) , 7.09 (IH. d. J= 7.5 Hz) . 7.18 (1 
H. t, J= 7.5 Hz) , 7.87 (IH. d, J= 7.5 Hz) . 7.87 
(IH, d, J= 8.6 Hz) , 8.33(1H, dd, J= 8.6, 2.7 Hz) 

, 8.41 (IH, d, J= 2.7 Hz) , 9.91 (IH. s) ; 
MS(FAB) m/z: 320 (M + H)* ; 

(mnm230) N- [4- (2-tHo^i/X^;^) 
7x::.yH - (2-^^00- 5 -xho7x::.;l/) 

4- (2-t KD^r>'Xf"/P) T-Uy (5. 0 2g. 
36. 6mmo 1 ) . DMA (50mL) 35r^>l^t2- 
^'DD-5-:ibn$S#i?^?^nU K (8. 45g. 3 

8. 4mmo I ) ^mix . mmm2iztmuzum 
i.zm\mmmit'^{9, isg. ir*78%) s: 

[ 0 3 4 7 ] iH NMR(DMS0-d6 . 400MHz) : ^2.70 (2H, 
t. J= 7.1 Hz). 3.56 - 3.61 (2H.ni). 4.64 (IH, t. J 

= 5.2 Hz) , 7.22 (2H, d, J= 8.4 Hz) . 7.60 (2H, d, 
J=8.4 Hz) , 7.89 (IH, d, J= 8.8 Hz) , 8.33 (IH, d 

d. J= 8.8. 2.8 Hz) . 8.43 (IH. d, J= 2.8 Hz) , 10. 

63 (IH, s) ; 

MS(FAB) m/z: 321 (M + H)^ 

(mm\23i) N- [ [3 - [4 - (-f 

(2-^'nn-5-:ih07xx;i/) ^^/l^.-K^-y-S H 

3- 7Sy-N-[4-('< 5rv-;U-l~>f/U) 7 
x:::^;!/] ^yXrS K (0. 2 8g. 1. Ommo 

I ) . DMA ( 1 OmL) ^r/iWc2 -:^OP- 5 
hnSS#ffi^'PU H (0. 26g. 1. 20mmo 

\)^mix. mtm2izimuz:fjm^zvt\^K mm 

mit^m(0> 4 1g. IR$8 9%) €r#/;:o 
[03483 iH NMR(DMS0-d6. 400MHz) : d 7.11 (IH, 
s). 7.57 (IH, t. J= 7.9 Hz). 7.65 (2H. d, J= 8.9 

Hz). 7.72 (IH. s). 7.T7 (IH, d, J= 7.6 Hz), 7.90 - 
7.95 (4H. m), 8.22 - 8.26 (2H, s), 8.51 (IH. d. J 

= 2,7 Hz). 10.49 (lH,s). 10.94 (IH.s) ; 

MS(FAB) m/z: 462 (M + H)^ 
(IIJfil?lJ232) N- [ ['4- [4- (N-xf-;U- N 

->f y7"Dtr;P75y ) 7x::.;u] 7Sy^;W7f;-;u] 

7x-/l/] - (2-^nn-5--hP7x-/I/) ^JU 



4- [4- (N-xf-zi^- N--f yrptvi^rsy) 7 

x::.Jl^TiyX)i^7is:z;]^]T:=^Vy {0^ 3 3g. 1. 
Ommo 1 ) . DMA ( 1 OmL) 35:i?>t/t 2-^^PP 
-5--hP^.t#S^PUH (0. 26g, 1. 20 

mmo 1 ) imix. mmi2iznmuzifmiziji 
v\ mumit^io. 4 2s.msi%)m 

tz. 

[0349] iH NMR(DMSOd6, 400MHz) : d 1.03 (3H. 

t, J= 6.9 Hz), 1.08 (6H, d. J=3.3 Hz). 3.14 (2H, 
q. J= 6.9 Hz). 3.8 - 4.0 (IH, m), 6.57 (2H. d. J= 
9.1Hz), 6.85 (2H. d, J= 9.1 Hz), 7.69 (2H, d, J= 
8.8 Hz), 7.82 (2H. d. J=8.8 Hz). 7.90 (IH. d. J= 
8.8 Hz). 8.35 (IH. dd, J= 8.8, 2.7 Hz). 8.52 (IH. 
d. J= 2.7 Hz), 11.05 (IH. s) ; 
M5(FAB) m/z: 516 ( M )\ 517 (M + H)* ; 

(ll»J2 3 3) N- [3- (2-7$y-f-7V-;I/ 
-A-AiV) 7xx/^] - (2-^^PP-5-::.hP7 

mWl5bX^i^^flfz^- (3-7-tf^;P7x:i/l/) 

- (2-^'PP-5-^hP7x-;U) 
(1. 91g. 6. Ommol) . i^t^VT (0.9 
Ig. 1 2mmo I ) ^:<i>Uft?X* ( 1 . 5 2g. 6. 

Ommo 1 ) immLx. mm2{ztmLfz'm\iZ^ 

V\ SieSWik^ft (2. 0 6g. IR$9 1%) S:f# 

fz. 

[0350] iH NMR(DM50-d6. 400MHz) : d 7.01 (IH. 

s), 7.40 (IH, t. J= 7.9 Hz). 7.53 - 7.58 (2H. m), 

7.90 (IH. d), 8.19 (IH. t, J= 1.7 Hz). 8.35 (IH, 
dd.J= 8.8. 2.7 Hz). 8.47 (IH. d. J= 2.7 Hz), 10.77 

(IH, s) ; 
h6(FAB) m/z: 375 (M + H)^ 

{mm\23A) N- [4- (3-tert-yh^>' 
;?&;l/.i<-;l.rsy7x:::;l/) i^TY-fV- 2-^ }V] - 
(2-;'PP-'5-:::hP7x-;^) X^/U.-X^ITi H 
(234a) 2-75y -4 - (3-tert-7'h^ 
x;{^;UK-;U75y7x-;l/) ^7Y-)V 
2-75y- (3-75y7x:::;^) ^7Y-)V (1. 
43g. 7. 47mmol). :^i^J-)V ( 3 0mL) 
^j:hmztert-rV^'y^)V7f^ym^7m(l^ 8 
Og. 8. 2 4 mmo 1 ) SrffifflLT. Ilift|?ijl9 0a 

^ztmLfz-)sm\,z^\\ wiimit-^^ ( 2 . 1 0 g. 

iR$9 7%) ^fz. 

[035 1 ] IH NMR(DhfS0-d6. 400MHz) : d 6.86 (IH, 
s). 7.03 (2H, s), 7.18 - 7.26 (2H. m). 7.36 - 7.3 
8 (IH. ra). 8.01 (IH. s). 9.33 (IH, s) ; 
(234b)N-[4-(3-te r t-:f V^'yfjl)/ 
,1fr.;U75/7x-;U) f-7y-;u- 2->f ;U] - (2 
-;7pp-5--hP7x-;U) ^)Vif^^'^^ Y 
MfiW 2 3 4 a xm. L;t2-7S/-4~(3-te 
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(0. 29g. 1. OmmoI),DMA(5mL)^ 
'c>t/(c2-:?ao-5--ha^,B«B!^'Dy H (0. 
2 6g, 1. 2mmo 1 ) SrfiMLT. ll*fiOT2lCie« 
U^^r«^C^^^V^, SIESWb^ (O. 4 5g, IR$9 
5%) 

[0 3 5 2] »H NMR(DMSO-de, 400MHz) : J 7.26 - 7. 
33 (2H. m), 7.51 (IH. dd. J= 1.7, 6.8 Hz), 7.65 (1 
H, s), 7.91 (IH, d, J= 8.8 Hz), 8.22 (IH. s), 8.37 

(IH, dd, J= 8.8. 2.7 Hz), 8.60 (IH, d, J= 2.7 H 
z), 9.43 (IH, s) ; 
MS(FAB) q/z: 475 (M + H)*; 

(Sifi^235) N- [4- [4- (N, N->-'p<:$'y 
Xflt^-fl^T^y) 7i-;I^] - (2-:7a 

mmmi9 2X'mi&Lt:fi- [4- (4-75/7*- 

)\^) - (2-^'no-5--hD7x:::;l^) 

ajllTii^^^ H ( 0. 3 7g, 1 . Ommo 1 ) «TH 
F ( 1 OmL) m?S(Chyxf-;UT5y (0. 55m 
4. Ommo 1 ) ^<iI^(c^^'>'X;l.'4^-;l/:7ay 
F (0. 17mL. 2. 2mmo 1 ) i:1sal3^mn 

ys:jp;cii^b$-ij-. rsxt, mieaw^i:^(o. 4 4 

mg. JR$8 3%) S:f#Jt, 

[0 3 5 3] 'H NMR(DMS0^6, 400MHz) : 5 3.56 (6H, 
s). 7.60 (2H. d, J= 8.4 Hz). 7.78. (2H. d. J= 8.8 
Hz), 7.78 (2H, d, J= 8.4 Hz), 7.84 (2H, d, J= 8.8 
Hz), 7.92 (IH, d, J= 8.8 Hz), 8.36 (IH, dd, J= 8.8. 
2.7 Hz), 8.50 (IH, d, J=2.7 Hz), 10.86 (IH, s) ; 
MS(FAB) m/z: 524 (M + H)' ; 

{mmm236) n- [4- [4- (^^zi^rs/f-^r 

n-5--hD7x-;i') K 

mmi9 2X'mmit:ii- [4- (4-75y7x- 

II) 7x-;U] - ( 2-^'00-5--h07x-/l^) 
A)i'if^^->ri\' (0. 37s. 1. OmmolXOTH 
F (5mL) »?B[(C;<-?-;l/f-jr-^Vi^r^-h (0. 1 
8g, 2. 5mmo 1 ) ^Ml. smnUz. 

(c^^-y-zKo. 2mL) itai. -f^mmzmmi 

fZ. ^$tC7K ( 1 OmL) ^:^>mc^^-9-y (5mL) 

it-^ ( 0 4 2 g . 1R$9 6%) Wz. 
[03 54] 'H NMR(DMS0-d6 , 400MHz) : 7.33 (2H, 
d. J= 8.5 Hz). 7.49 (2H. d, J=8.5 Hz), 7.54 (31, 
d. J= 8.7 Hz), 7.65 (2H, d, J= 8.7 Hz), 7.76 (IH, 
d,J= 8.8 Hz), 8.21 (IH, dd. J= 8.8. 2.8 Hz). 8.34 



(IH, d, J= 2.8 Hz). 9.52(1H, bs). 10.79 (IH. s) ; 
MS(FAB) m/z: 440 ( M )*; 

(^mm237) N- [4- (2, 2. 2-hV7J\^:f 
p- 1 - 1 HP=Sfi/- 1 - Ml 7;P:tn;><f- /P-xf- 
)U) 7x-;H - (2-^'on-5-— bn7x— ZU) 

4- (2. 2, 2-h'j7;l';*-o-l-t Hndfi/-1 
-h*j7)l':^a^f-/l'-X^)U) T-Uy iO. 4 4 
g, 1. 69mmo 1 ) , DMA (5mL) ^^(:>mz2 
-;?UQ-5--hP^SSK^'oUH (0. 4 1g, 

1 . 86mino 1 ) SrffifflLT, mmm2i,z§imLfzij 

mizm\mism:^(o. 62g.iR$82%) 

[035 5] iH NMR(DM50-d6, 400MHz) : $ 5.43 (IH, 
bs), 7.69 (2H, d, J= 8.7 Hz), 7.84 (2H, d, J= 8.7 
Hz), 7.91 (IH, d, J= 8.8 Hz), 8.36 (IH, dd, J= 8. 
8. 2.7 Hz), 8.50 (IH, d, J= 2.7 Hz), 10.94 (IH, s) 

» 

MS (FAB) m/z: 443 (M + H)* ; 
(IISte^J2 38) N- [4- ( 1 -th'P^i-xf-;l') 
7x-;W] - ( 2-^'PP-5-::.hP7x-/l') 

^mmi 5 5-CtS!jtU;^cN- {4-T^i-)]^7ji-JV) 

- (2-^PP-5--hP7x-;P) iffVjf^^^S. V 
(0. 32g. 1. Ommol) cOTHFtK (9:1 
v/v, 5mL) (0. 0 4 
g, 1. Ommo 1 ) iUal^MX'-mmt^WUz. R 

je?«t»i?xf-;i,^:A>t/nfi&^wmr^Srjpi.. m 

m^i-hu^j^x-msi. bm. mmuz, m^iz^^^ 
yiMi. H*$-rK«jgL. mmmt^^io. 2 

4s. m7e%) i:%tz. 

[0 3 56] IH NMR(DMS0-d6, 400MHz) : 8 1.31 (3H, 
d, J= 6.4 Hz), 4.67 - 4.73 (lH,m), 5.13 (IH, d, J 

= 4.7 Hz), 7.33 (2H, d, J= 8.5 Hz). 7.63 (2H. d, J 

= 8.5 Hz). 7.89 (IH, d. J= 8.8 Hz), 8.34 (IH, dd. 

J= 8.8, 2.8 Hz), 8.44 (IH, d. J= 2.8 Hz). 10.65 (1 

H, s) ; 

MS (FAB) m/z: 321 (M + H)*: 
(^Sfeffy2 39) N- [3 - (l-hHP^i/Xf-;l.) 
7x-;l/] - ( 2-:?'PP-5--hP7x-;l/) ^lU 

mmmisex-mtuzn- o-r-t^ivyx-tu) 

- (2-^'PP-5--hP7x:i/l') K 
(0. 32g, 1. Ommol) ,.THF;d< (9 : 1 v 

/v, 5mL) ^^>mc;^<fg•^t*>^5gr^^'J'^7A (0. 
04 g, 1 . Ommo 1 ) ^fmiX. IIJfi^j2 38tC 

iet8Uc*atii!v\ mmtm^^io. 24g, ir 

$7 4%) iWz, 

[0 3 57] R, 0.00(Hexane:Ethyl acetate, 9:1. v/ 



(6 1)) 0 2-332266 (P2002-7I66 



v); 

iH NMR(DMS0-d6, 400MHz) : a 1.31 (3H, d. J= 6.4 H 
z), 4.66 - 4.73 (IH.m), 5,18 (IH. d, J= 4.1 Hz), 
7.09 (IH, d, J= 7.7 Hz). 7.29 (IH. t. J= 7.7 Hz). 
7.54 - 7.57 (IH. m). 7.70 (IH. bs), 7.87 (IH. dd. 
J= 8.8 Hz). 8.32 (IH. dd, J= 8.8, 2.7 Hz). 8.43 (1 
H, d, J= 2.7 Hz), 10.67 (IH, s) ; 
MS(FAB) m/z: 320 ( M )*; 

{mm2 40) N-[4-(5. 7, 7. 10. 10 
-A^y^^^fi,-j ^ 8. 9, 10-Th5tKP-5 
H-5. 1 S-vTif-'^yy [4. 5]i^;^P'sr^^ 
[1. 2-b] t7r$'l^y- 1 2--^;!/) 7x:::;l/] - 
(2-^'np-5-:ihn7x-;l') F 
(240a)4-(5, 7, 7, 10, lO-^V^';^ 
f";I/-7, 8. 9, 1 O-rh^t Kn-5H-5. 1 

3- i^'rif-^yy [4. 5] i^i^x:i^r^ LI, 2- 

4- (5. 7, 7, 10. 1 0-^y^;^f'/P-7. 
8, 9, 1 O-T-h^t Kn-5H-5. 13-'JT^ 
-^yy'[4. 5] >'^nA,7''^ [1, 2-h]i-yi^ 
U'V-l 2-^;l/) (0. 97g. 2. 21m 
mo 1 ) . t e r t-yf-yUr^Pn-;!/ ( 1 OmL) . 
DPPA(0. 59mL. 2. 7 4 mm o 1 ) 
yxf^;^rsy(0. 38mL. 2. 74mmol)*> 
^S)t$il-?)4- ( 5, 7. 7. 10. lO-'^y^'^ 
^;I/-7, 8. 9. 1 0-Th7t FO-5H-5, 1 

5- 'JT-f-^y'/ [4. 5] i^^^^r^ [1. 2- 
b] ■^7i^uy-i 2— f;p) 

(0. 59g. 1, 1 5mmo 1 ) 5:4N-iB'fb)<S- 
(2mL) $:<£fflL. ^Jfifi?iJ88lCiaKUc 

mizm\ mmmt^<r>m^ ( o . 5 o g ) 
mi. imimit-^mio, 4ig. msix) m 

[0 3 58] NMR(DMS0-d6. 400MHz) : d 1.05 (3H. 

s). 1.17 (3H. s). 1.25 (3H, s),1.29 (3H, s), 1.60 

- 1.65 (4H. in). 3.16 (3H. s), 5.67 (2H, s). 6.57 
(2H. d. J= 8.7 Hz). 6.96 (IH, s). 6.99 - 7.10 (4H, 

m) , 7.01 (IH. s), 7.42(2H, d. J= 8.7) ; 

(240b) N- [4- (5. 7. 7, 10. 10-^ 
y^^;^^;I/-7, 8, 9, l O-rh^t Kn-5H- 
5, 1 3-xrif-^yy [4. 5] S/^n^r:5^ 

[1. 2-b] 7^^^^- 1 2-'<f;l/) 7x-y|/] - 

(2-^^uo-5-:^ho7x:::;U) ;^>;^.K^^f5 V 

mmm2 4 0aTmmLfz4- (5. 7, 7. lo. i 

0-^y^;^^;l/-7, 8, 9, 10-fh7tKn- 
5H-5. 13->^'Tif-'<yy'[4, 5]i/'^'OA,r 

^[i, 2-h^^v9vv-\2-A)V)r^^iy 

(0. 41g. 1. 00mm ol). DMA(5mL) 



^/^>lXt 2-^PP-5-:::h u^MM'^^ P U H 
(0. 25g. 1. 1 3mmo 1 ) $:<£fflLT. l|jSfe(5iJ 
2lcieSL;t:^tct^^\ SIEgWit^iBj (0.45 
g. iR*7 6%) ^ff/::, 

[0 3 59] iH NMR(D^B0-d6, 400MHz) : d 1.04 {3H. 

s), 1.16 (3H. s), 1.26 (3H. s). 1.31 (3H, s) , 1. 
57 - 1.66 (4H, m) . 3.21 (3H. s) . 6.95 (IH. s) , 
7.06 (IH, s), 7.06 - 7.19 (4H, m), 7.73 (2H, d. J= 

8.8 Hz), 7.82 (2H. d. J=8.8 Hz), 7.91 (IH, d, J= 
8.8 Hz), 8.36 (IH, dd. J= 8.8, 2.7 Hz), 8.54 (IH, 
d. J= 2.7 Hz). 10.96 (IH. s) ; 
MS(FAB) m/z: 593 (M + H)*, 592 ( M )^ 

{%W\24\ ) N- [4- (4-r$77x:^;U) & 
ry-;P-2->f;P] - (2-^^PP-5--hP7x 
-;l.) i^)V^s^^iY 

^Jfefi?IJ19 0f«!{jiL7tN- [4-(4-tert-y 
h^i/;)&;l'.1frL;^T$y7x-y^) ^TV-}V-2-A 
- (2-^PP-5-:ihP7x-yW) tl)Vif>^^^ 
^H(0. 36g. 0. 75mmol). mt:^^Vy 
(lOmL) . r:::y-;KO. ImL) 35:^>lA'lCbU 
7yl.:tP»SS(lmL) SrfigfflLT. Hifij?! 1 9 2 tlB 
mUz'nmzm*^. SIESWib^^ (0. 2 4g. JR^ 
8 6%) ^Wz. 

[ 0 3 6 0 ] iH NMR(DM50-d6. 400MHz) : d 5.26 - 5. 
27 (2H, m). 6.59 (2H, d. J= 8.6Hz), 7.34 (IH, s), 
7.59 (2H, d, J= 8.6 Hz), 7.90 (IH, d. J= 8.9 Hz), 
8.37 (IH, dd, J= 8.9, 2.8 Hz). 8.58 (IH. d, J= 2.8 

Hz) ; 

MS (FAB) iii/z: 375 (M + H)*; 
k%m\242) N- [4- [4- (yx,^)Vr^Jtt 
}Vifs:z.)VT^J) 7x:::;H 7x:i;H - (2-^'pp 
-5-~hP7x::i;l^) H 

%m\\^2X'm&Lfz.n- [4- (4-rsy7x- 

)V) 7x:::;P] - ( 2 -^'PP- 5-::::hP7x-y^) 
tDVifs^^^Y^ (0. 3 7g. 1 . Ommo 1 ) . TH 
F (5mL) J5r^>t/tC7x:i;Myv7^>-h (0. 1 
3mL. 1. 2mmo 1 ) ^rffifflUX. ^ite<?lJ2 3 6{C 
iS«L^v:*ffitl^V\ m^m\t^^ (0. 4 5 g. IR 
*9 3%) ^Wz. 

[036 1 ] iH KMR(DhB0-d6. 400MHz) : d 6,98 (IH, 
t. J= 7.7 Hz). 7.29 (2H. d. J=7.7 Hz), 7.47 (2H. 

d, J= 7.7 Hz), 7.55 (2H. d, J= 8.3 Hz). 7,62 (2H. 

d.J= 8.4 Hz), 7.67 (2H, d, J= 8.4 Hz). 7.78 (2H, 

d, J= 8.3 Hz). 7.91 (lH,d. J= 8.8 Hz), 7.35 (IH, 

d. J= 8.8 Hz). 8.49 (IH, bs), 8.69 (IH, s), 8.77 

(IH. s). 10.78 (IH. s) ; 

^B(FAB) m/z: 487 (M + H)*; 
(^Sfe^J243) N- [4- [4- {r^Ji3)Vif^^)V 

r^J) 7x-;l-] 7x:i;U] - (2-^'PP-5-r: 

hP7x-yU) tDVif^^^^^Y 
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m&mi92TmmucN- [4- (4-7sy7x- 

^}]/7f.^ti\^ (0. 3 7g. 1. Ommo I ) . TH 
F (5mL) ^Sr^jtXtCbU^f-yl^v'U/Myxr^^-h 

(0. 16mL. 1. 2mmo\) i:mmLX.mtm 

2 3 6 tiaijL7t*stt^v\ mamit^m ( o . 3 

7g. JR$9 0%) 

[0 3 6 2] iH NMR(DMS0-d6. 400MHz) : d 5.87 (IH, 

s), 7.48 (2H, d, J= 8.8 Hz). 7.55 (2H, d, J= 8.8 
Hz), 7.64 (2H, d, J= 8.7 Hz), 7.76 (2H. d, J= 8.7 
Hz), 7.91 (IH. d, J= 8.8 Hz), 8.35 (IH. dd, J= 8.8, 

2.8 Hz). 8.48 (IH, d, J=2.8 Hz), 8.61 (IH. s), 1 
0.77 (IH, s) ; 
MS(FAB) iii/z: 411 (M + H)* : 

{mtmi244) N- [4- [4- {Jih^i^^fl^^::^ 

(2-:J'PP-5-::^bu7x:i;P) Afl^^^^^i H 

mmmi9 2xMmifzN-' la- (4-75/7x- 

;l/) 7x:::;H - ( 2-^^nn-5-~hP7x:i;^) 
K (0. 3 7g. 1. Ommo I ) . TH 
F (5mL) ^j:hmzx.h^i^:^J\^it(:=^)V^ Vi^T^-- 
hiO. 12mL. 1. 2mmo 1 ) 5:ffifflLT. »fi 

M2 3 6izimuzir&izm\ mmmit^ ( o . 

4 7g. IR$9 7%) i:mz. 
[0 3 6 3] iH NMR(DMS0-d6. 400MHz) : ^1.14 (3H, 
t. J= 7.1 Hz), 4.20 (2H, q, J=7.1 Hz), 7.60 (2H, 
d, J= 8.8 Hz). 7.65 (2H, d, J= 8.8 Hz), 7.68 (2H. 
d,J= 8.7 Hz), 7.79 (2H. d, J= 8.7 Hz), 7.91 (IH, 
d, J= 8.8 Hz). 8.35 (IH.dd. J= 8.8. 2.8 Hz). 8.49 
(IH, d. J= 2.8 Hz). 9.93 (IH. s). 10.38 (IH. s). 1 
0.79 (IH, s) ; 

MS(FAB) m/z: 483 (M + H)^; 483 (M + H)^ 
{mmm24 5) N- [4- la- l {3-y)Vi^uy 
x:i;^) 75y^:t;<^/l-4<::^/l'7S/] 7x:::;H 7x 
- ( 2-^^00- 5-::^ f>P7x:::.;P) 

mmi92XmMLtzn- [4- (4-75y7x:i 
}V) 7x-;H - (2-^'PP-5-::::hP7x:^;U) 
H ( 0. 3 7 g. 1 . Ommo 1 ) . TH 
F (5mL) ^/^t;^(C3-7;l/:tP7x::^;M Vi^7^^ 
(0. 15mL. 1. 2mmol) SrffifflLT. ^ 

mm2 3t\,zimLfz-nm\^zm\ wiimit^ 

(0. 49g. liX$95%) iWz. 

[ 0 3 64 ] iH NMR(DMS0-d6, 400MHz) : ^ 6.92 - 6. 
98 (IH, m). 7.28 (IH, d, J= 8.1Hz), 7.34 - 7.40 (1 
H. m). 7.58 (IH. d. J= 8.4 Hz), 7.59 (IH. s). 7.67 

(2H, d. J= 8.7 Hz), 7.71 (2H. d, J= 8.7 Hz). 7.80 

(2H, d. J= 8.7 Hz). 7.91(1H. d, J= 8.8 Hz), 8.36 
(IH, dd. J= 8.8. 2.8 Hz). 8.49 (IH, d, J= 2.8H2). 
10.01 (IH, s), 10.81 (IH, s) ; 



^6(FAB) m/z: 521 (M + H)*; 
{mm\2Ae) N- [4- (4-:ihP7x:i;U) f- 
rV-)V-2-^)Vl^ - (2-^'PP-5--hP7x 
-;^) ^)Vit(^^^Y 

2-75y-4- (4-:::hP7x:::;P) ^7^/-/!/ 
(0. 40g. 1. 82mmol), DMA (5mL) 
^j:hV^\iZ 2 - PP- 5 h u^Mmm9 p 'J H 
(0. 47g, 2. 13mmol) SrffiffltT. mtm\ 

2{z%imuzijm\^z^^\ md.miY.'^m (0,71 

g. IR*9 6%) mtz. 

[036 5] iH NMR(DM50-d6, 400MHz) \d 7.91 (IH. 
d, J= 8.8 Hz), 8.12 (IH. bs). 8.20 (2H, d. J= 9.0 
Hz), 8.32 (2H. d.' J= 9.0 Hz). 8.37 (IH. dd, J= 8. 
8, 2.7 Hz). 8.62 (IH. d. J= 2.7 Hz) ; 
MS (FAB) m/z: 405 (M + H)^ 

{mmm2Ai) n- [4~(4- [ {s-^v^i^y 

3L-)V) 7Sy;<^;^7}(~;u7$y] 7x-;i/)7x- 
;H - (2-^'pp-5-:::hP7x-;U) ;{r;^;ff^lf 

mimi9 2X^Lfz^- [4- (4-7Sy7x:i 
)V) 7x-yl^] - (2-^PP-5--hP7x3:;P) 
^)V:ii^^^Y (0. 3 7g. 1. Ommo 1 ) . TH 
F (5mL) ^^>t/tI3-;^h^>'7x-;M Vi^7:^ 
-h(0. 16mL. 1. 2mmo 1 ) SrffifflLr. ^ 

tm\2 3b{ztmLfz-^m\^ziji\^. m^mit^ 

(0. 50g. 1R*97%) ^%fz. 
[0 3 66] IH NMR(DMS0-d6. 400MHz) : d 3.74 (3H, 
s), 6.55 - 6.58 (IH, m). 6.93 -6.% (IH. m). 7.16 
- 7.21 (2H. m). 7.54 (2H, d. J= 8.7 Hz), 7.61 (1 
H. d. J= 8.7 Hz). 7.67 (2H. d. J= 8.7 Hz), 7.78 (2 
H. d, J= 8.7 Hz), 7.91 (IH, d. J= 8.8 Hz), 8.35 (1 
H. dd. J= 8.8, 2.8 Hz). 8.49 (IH. d. J= 2.8 Hz), 8. 
71 (IH. s). 8.76 (IH, s). 10.78 (IH, s) ; 
MS (FAB) ffl/z: 517 (M + H)*; 
{Wm2AS) N- [4- [4- (Kyz;)Vr^Jti 
/U7K-7!/7$/) 7x-;U] 7x:::;H - (2-^^pp 
-5--hP7x::.;W) :^)Vir^^^iY 
mm\l 9 2Xm&L fzn- [4- (4-75y7x:^ 
}V) 7x:::;l/] - ( 2-:^pp- 5-:ihP7x:i;P) 
ij)Vi¥^^^iY (0. 3 7g. 1. Ommo I ) . TH 
F (5mL) 35:^>l/t-'<Vx;My>'7^>'-h (0. 1 
5mL. 1. 2mmo 1 ) ?:i£fflLT. ||i6<?IJ2 3 6t 

imLfz-nm^zistw mim\t-^^ ( o . 4 9 g. 
$9 8%) mtz. 

[03 67] iH NMR(DhB0-d6, 400MHz) : d 4.32 (2H, 
d. J= 5.8 Hz). 6.65 (IH. t, J=5.8 Hz). 7.23 - 7.2 

7 (IH. ffl), 7.32 - 7.37 (4H, m). 7.50 (2H, d. J= 8. 

7 Hz). 7.56 (2H, d. J= 8.7 Hz). 7.65 (2H, d. J= 8, 

7 Hz). 7.76 (2H. d. J= 8.7 Hz), 7.91 (IH, d. J= 8. 

8 Hz). 8.35 (IH, dd. J= 8.8. 2.7 Hz). 8.48 (IH.d. 
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J= 2.7 Hz), 8.67 (IH, s), 10.76 (IH, s) ; 

MS(FAB) in/z: 501 (M + H)^ 
(llife^J249) N-(4- [4- [ (2. 

x:i;U)- ( 2-^'np-5~:::hD7x:i;l^) ;5ry^/1f 

mmmi9 2X'mmifzN- [4- (4-T5y7x- 

7x::^;l/] - ( 2-:^np- 5-::::hn7x3:;l/) 
K (0. 3 7g. 1 . Ommo 1 ) . TH 
F (5mL) ^^>t/(C2, 4 -i/7yU:tn7x::^;W V- 
>^T^--h{0, 19g. 1. 2mmo 1 ) SrfigfflL 

miO, 5 0g. JtX$9 6%) infz. 

[ 0 3 6 8 ] iH NMR(DMS0-d6 , 400MHz) : a 7.00 - 7. 
06 (IH. m), 7.29 (IH, ddd, J= 11.4. 8.9, 2.7 Hz). 
7.51 (2H. d. J= 8.7 Hz). 7.60 (2H. d, J= 8.7 Hz), 
7.65(2H. d. J= 8.7 Hz), 7.75 (2H, d. J= 8.7 Hz). 
8.04 - 8.12 (IH, m), 8.32(1H, dd, J= 8.8. 2.7 Hz), 

8.46 (IH, d. J= 2.7 Hz) , 8.51 (IH. s). 9.10 (IH. 

bs). 10.75 (IH, s) ; 
MS(FAB) m/z: 523 (M + H)* ; 

{mmm250) n- [4- [4- (^y^/-f;PTsy 

f^:t*/^?K-/^ray) 7x-yl/] 7x-;H - (2- 
^^nn-5-:::M:?7x:iyl/) X^/P.K^ifS K 

mmmi9 2TmmuzN- [4- (4-rsy7x- 

fU) 7xr.;i/] - (2-:;^Pn-5-:^ho7x::^/l/) 
^)]^7i(^^i¥ (0. 3 7g. 1. Ommo I ) . TH 
F (5mL) ^:^>i;(C^yV>f;Myv7^^-h (0. 
1 6mL. 1. 2mmo I ) ^figffltT, IIJfe^I2 3 6 

izimuzumizmK mimit^m ( o . 5 1 g. 
m9 6%) mtz. 

[ 0 3 6 9 ] iH NMR(DMS0-d6 , 400MHz) : ^ 7.56 (2H. 

t. J= 7.5 Hz), 7.68 (IH. t, J=7.5 Hz). 7.74 - 7.7 
6 (4H. m). 7.81 - 7.83 (4H, m), 7.92 (IH. d. J= 8. 
8 Hz). 8.00 (2H, d. J= 7.5 Hz). 8.36 (IH. dd, J= 
8.8, 2.8 Hz). 8,50 (IH, d.J= 2.8 Hz), 10.83 (IH. 
s). 11.60 (IH, s) ; 
MS(FAB) m/z: 531 (M + H)* : 

{mmm25l ) N- [4- [4- (Xh^rx;<7/U4f- 

;^rsy^^X7;^'i<^>'wr$y) 7x-;p] 7x-;u] 

- (2-:^on-5--hn7x-/U) H 
|lllfi«?IJ19 2TlgiiUcN- [4- (4-r5y7x- 
;U) 7x:::./U] - ( 2 -:7nn- 5 hn7x:i;U) 
^)i^7i(^^i\< (0. 37 g. 1. Ommo I ) . TH 
F (5mL) 55:^)t^(^Xb^i^;«r;l/?K-;Myf":jfv'r 
^x-h (0. 14mL. 1. 2mmo 1 ) SrffifflLT. 

mmm2 3 6itzimuziTmi>zvt\^\ mi^mit^m 

(0. 4 8g. IR$9 6%) i:mz. 

[0 3 70] ^H NMR(DMS0-d6. 400MHz) : ^ 1.27 (3H, 

t, J= 7.1 Hz). 4.23 (2H. q, J=7.1 Hz), 7.71 (4H, 



s). 7.73 (2H. d, J= 8.8 Hz), 7.81 (2H. d. J= 8.8 H 
z),7.91 (IH, d, J= 8.8 Hz), 8.36 (IH. dd, J= 8.8. 
2.7 Hz), 8.50 (IH. d. J=2.7 Hz), 10.82 (IH. s), 1 
1.29 (IH, s), 11.61 (IH. s) ; 
MS (FAB) m/z: 499 (M + H)*; 

(m^m252) N- [4- [4- (7x-;UrS/f^ 
:^^/\^7f.-f\.Tiy) 7X-7H 7X-/1/] - (2-^^ 

nn-5-::^hn7x:i;U) V 

mmm 1 9 2xw^i fzN- [4- (4-r$y7x:^ 

;!/) 7x:::;l/] - ( 2~:^pp- 5-::.bn7x-;U) 
(0. 37g. 1. Ommo 1 ) . TH 
F (5mL) ^^mi7x::i;Myf^:t>'T^>-h 
(0. 24mL. 2. Ommo 1 ) SrfiefflLr. HMW 

2 seizmmifzimizu^K mmsmt-^m ( o . 4 

5g. ms9%) intz. 

[037 1 ] iH NMR(DI«0-d6, 400MHz) : ^7.14 (IH, 
t. J= 7.4 Hz), 7.35 (2H, t, J=7.9 Hz), 7.49 - 7.5 

3 (2H, m). 7.57 - 7.61 (2H, m), 7.66 (2H, d, J= 8. 
7 Hz). 7.70 (2H. d, J= 8.7 Hz), 7.80 (2H, d, J= 8. 
7 Hz), 7.91 (IH. d. J=: 8.8 Hz). 8.35 (IH. dd, J= 
8.8, 2.7 Hz). 8.49 (IH. d. J= 2.7 Hz). 9.84 (IH. 
s). 9.89 (IH. bs), 10.81 (IH, s) ; 

^B(FAB) m/z: 503 (M + H)^ 
(mm253) N- [4- (3-TSy7x:::;P) ^ 
ry-;U-2"-^;l/] - (2-^^PP-5--hP7x 
-;i/) ^jUtT.^^^ k 

mmm2 3 4XMmifzN'' [4-(3-tert-y 

h^v;<?;Pd<-/UT5y7x-;P) f-ry-;U-2--f 
;H - (2-:?'PP~5-:^bP7x:i;U) 
SH(0. 20g. 0.43mmol), Jg^b^f-l/y 
(5mL) . T-y-/l/ (0. 0 5mL) fcJ:tXMl7 

yi/^ppK iimL) immix. mmm 1 9 2 i^ztm 

Uzm^zm\ SESWib^ (0. 1 2 g. iR^7 

8%) Wz. 

[03721 iH NMR(DM50-d6, 400MHz) : d 5.15 (2H. 

bs), 6.52 - 6.55 (IH. m), 7.06(1H. s). 7.06 - 7.1 
2 (2H. m), 7.54 (IH, s), 7.91 (IH. d, J= 8.9 Hz), 
8.37 (IH, dd. J= 8.9. 2.8 Hz), 8.59 (IH. d. J= 2.8 

Hz) ; 

^B(FAB) m/z: 375 (M + H)^ 374 ( M )*; 

{mmm254) N- [4- [4- (2-r.hP7x- 
;^T5y:<?y^*:-;^75y) 7x-;l/] 7x:^/^)- 

( 2-^PP-5-:^hP7x:::;U) ^iUjT^^^^ V 
mmmi9 2XW^Uz^- [4- (4-r5y7x::: 
;W) 7x-;l'] - (2-^'pp-5-::.hP7x::.;l') 
K (0. 3 7g. 1 . Ommo 1 ) . TH 
F (5mL) :S:^>lXtC2--hP7x:i;M yx7^>- 

h (0. 20g. 1. 2mmo 1 ) imtx. mmm 
2 3 6{ztmuzijm^zm\ mmBd^it^m ( o . 4 

8g. iR$9 0%) i:nfz. 
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( 0 3 7 3 ] NMR(DMS0-d6 , 400MHz) : ^ 7.20 - 7. 
25 (IH, m), 7.59 (2H, d, J= 8.8llz), 7.65 (2H, d, J 
= 8.8 Hz), 7.69 (2H, d, J= 8.8 Hz). 7.70 - 7.74 (1 
H.m), 7.79 (2H, d, J= 8.8 Hz), 7.91 (IH, d. J= 8.8 

Hz), 8.11 (IH. dd. J= 8.4. 1.5 Hz), 8.32 (IH. dd. 

J= 8.4, 1.5 Hz), 8.35 (IH, dd. J= 8.8, 2.8 Hz). 
8.49 (IH. d. J= 2.8 Hz). 9.64 (IH. bs). 9.95 (IH, 
bs) ; 

MS(FAB) m/z: 532 (M + H)^ 
{mtm2 5 5) N- [4- (2-75/-f-7V'-;l/ 
-A-A)V) 7x::.;H - ( 2-^'no-5-:::hP7 

^te^Jl SST-SiiL^tN- (4-7-t^;U7x:i/^) 
- (2-:^on-5--ho7x-;^> ;!7;^*f^r1^S H 
(4. 78g. 15. Ommo 1 ) . f-;r^lx7 (0. 
91g, 1 2mmo 1 ) (1 . 52g. 

6. Ommo 1 ) SrffifflLT. ##fi^j2 
\.zVt\KWiimit^(3. 4 9g. iR$6 2%) Sr 

[0 3 74] iH NMR(DMS0-d6, 400MHz) : d 6.95 (IH, 
s). 7.04 (2H. bs). 7.70 (2H, d,J= 8.7 Hz). 7.80 

(2H. d. J= 8.7 Hz). 7.90 (IH. d. J= 8.8 Hz), 8.34 

(IH.dd, J= 8.8, 2.7 Hz), 8.48 (IH, d. J= 2.7 Hz), 

10.75 (IH. s) ; 

MS(FAB) Di/z: 375 (M + H)* ; 

{mmm25b) n- [4- [4- [ (t''js/y-3- 

-iJV) 7Syf'^;!/;l/;K:^yU7Sy] 7x:^;U] 7x- 
- (2-^^PO~5--h07x-;U) 

%mmi9 2X^^lfc:n- [4- (4-75y7x:i 
)V) 7x-;l'] - (2-^'nn-5--hn7x-;l/) 
:fy)Vir^^^^ F (0. 3 7g. 1. Ommo 1 ) . TH 
F (5mL) ^^>l/(C3-tr'Jx-;Myf•:ti^7^^- 
^(0. 16mg. 1.2mmol) imitx. 

mis ^\.ztmLi^-mizm\ mimit^ ( o . 

4 5g. J|X$8 9%) ^Wz. 
103 7 5] IH NMR(DMS0-d6. 400MHz) : ^ 7.38 (IH, 
dd, J= 8.5, 4.8 Hz). 7.58 (2H.d. J= 8.6 Hz). 7.68 
(2H, d. J= 8.6 Hz). 7.71 (2H. d, J= 8.7 Hz). 7.80 
(2H, d. J= 8.7 Hz). 7.91 (IH. d. J= 8.9 Hz). 7.96 
- 7.98 (IH. m), 8.33 (IH, dd. J= 4.8, 1.4 Hz), 8. 

36 (IH, dd, J= 8.9, 2.8 Hz). 8.49 (IH. d, J= 2.8 H 

z), 8.63 (IH. d, J= 2.4 Hz), 9.92 (IH. bs), 10.11 

(IH, s), 10.81 (IH.s)*; 

MS(FAB) m/z: 504 (M + H)*; 

mm\25i) N- [4- [ (ty>^'y-3->f;u) 

7$yf':t*/l'?K-;^7$y] 7X-/1/] - (2-^o 
n-5-~h07x-yU) ^)Vif^^^i H 
HSfe^jisot-^jiUcN- (4-7ay7x:^;W) - 
(2-:;'ua-5--ho7x-;^) Y 



(0. 29g. 1. Ommo 1 ) . THF ( 5mL) ^ 
A,i;^t::3-fyx:i;W-f yf-:?rv'7^>-h ( 0. 16m 
g. 1. 2mmo 1 ) SrffifflLT. ^S£l5iJ236tifiSi 
LfztmzW.\ mESW^t^ (0. 3 9 g. m9 

1%) ^ntz. 

[03 76] ^H NMR(DJ60-d6, 400MHz) : d 1,31 (IH, 
dd, J= 8.1, 4.7 Hz). 7.46 (2H,d. J= 8.6 Hz), 7.68 
(2H. d. J= 8.6 Hz). 7.90 (IH, d. J= 8.8 Hz). 7.95 
(IH, d, J= 7.9 Hz), 8.31 - 8.36 (2H. m), 8.46 (1 
H, d. J=.2.7 Hz). 8.61 (IH, d, J= 2.1 Hz), 9.80 (1 
H. bs). 10.00 (IH. s) , 10.74 (IH, s) ; 
MS (FAB) m/z: 428 (M + H)*; 
(IISfiM2 58) N- [4- [4- [ (h-y i;y-4- 

^;u) 7Sy^:t;&;U7K-;^75y] 7x-;w] 7x- 
;U] - ( 2-^^00- 5-:::hn7x-;i/) ^)V^-^^ 

mmi9 2XWMLfzn- [4- (4-7Sy7x- 
)V) 7x:::/l/] - ( 2 -^'on- 5 -:::bn7x:^;l/) 
:^}ViY^^^^ F(0. 15g. 0.40mmol).T 
HP (5mL) ^/^i;^'t4-b''Ux^/My'f^i^7:^ 
-F (0. 0 6mg. 1. 2mm o 1 ) S:<36fflLT. H 

mm2 3 6{ztmLfz-m{zi^\\ mmmit-^ 

(0. 19g. JR$94%) i:Wz. 

[0 37 7] iH NMR(DM50-d6. 400MHz) : d 7.59 (2H, 

d, J= 8.6 Hz). 7.64 (2H. d. J=5.2 Hz). 7.68 (2H. 
d, J=: 8.6 Hz), 7.71 (2H. d, J= 8.7 Hz). 7.80 (2H, 
d.J= 8.7 Hz). 7.91 (IH. d. J= 8.8 Hz). 8.36 (IH. d 
d, J= 8.8, 2.7 Hz). 8.42(2H, d, J= 5.2 Hz), 8.49 
(IH, d. J= 2.7 Hz). 10.23 (IH. bs), 10.81 (IH.s) ; 
f6(FAB) m/z: 504 (M + H)^ 

mm\259) N- [4- [ (tUi^>-4-^/P) 
riy^iCfj)Vif^:::^)VTiy] 7x:::;I/] - {2-9u 
D-5--hD7x:^;P) t)Vifs^^^Y 
mimiB>OX^MLfzN- (4-75/7x:::;P) ~ 

(2-^^OD-5-::.hn7x:i;U) 

(0. 12g. 0.40mmol).THF(5mL) 
^:ioWl4-fUv-;My^^>'7^^-b (0. 06 
mg. 1. 2mmo 1 ) SrfiEffltt. ll«fi<JIJ2 36{ClE 

muzi7mzms\ mi^mt^m (o. 1 6g. ir^ 

9 4%) ^Wz. 

[0 378] IH NMR(D^B0-d6. 400MHz) : d lAl (2H, 
d, J= 8.8 Hz). 7.64 (2H, d. J=6.0 Hz), 7.69 (2H. 

d. J= 8.8 Hz), 7.90 (IH. d. J= 8.8 Hz). 8.35 (IH. 

dd.J= 8.8. 2.8 Hz). 8.42 (2H. d. J= 6.0 Hz). 8.46 

(IH. d, J= 2.8 Hz), 10.11 (IH. s), 10.19 (IH, s). 

10.75 (IH, s) ; 

MS (FAB) m/z: 428 (M + H)*; 

.•!f-;u75y) ^yyf-7r-;w-2->f;u] - (2- 
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2-7*5/-6-t e r t-7'h^v;«r;P;K-/l'7S>' 
^yVf-rV-zK 4 . 2 3g, 15. 9mmol). 
DMA (40mL) ^^mc2-^'Dn-5--hn^ 
-f.Sit^'ni; H(4. 21g, 19. 1 mmo 1 ) ^ffi 
ffl tT , 2 let L^^:^ffifc(« V % , giES wfl:-^ 
!fe (6. 0 9g. IR*8 5%) 
[03 79] iH NMR(DMS0-d6 , 400MHz) : 5 1.50 (9H, 
s). 7.43 (IH, dd. J= 8.7, 2.1 Hz). 7.66 (IH, d, J 
= 8.7 Hz). 7.90 (IH, d. J= 8.9 Hz), 8.18 (IH, bs), 
8.37 (IH, dd, J= 8.9, 2.7 Hz), 8.62 (IH. d, J= 2. 
7 Hz). 9.54 (IH. bs) ; 
MS(FAB) m/z: 449 (M + H)* ; 

(IIS6M261) N- (6-T5y'<.>'yf-ry-;i^- 

2-^)U) - (2-^na-5--ho7x-;l') ij/l' 

mmmieox-mMLfz^- c (e-tert-^h^f 

i^;5'/>'^-/l'75y) ^yYi-7Y-lU- 2-^)1-1 - 
(2-^'no-5--ha7x-/l') ;5r;l/^=Sf-if5 F 
(5. 46g, 12. 2mmol), T-V-Jl- ( Im 
L) fcj:lXN'j7;l.;fn@^®? ( 1 ImL) fmiX, 

(4. 14g. (R$9 7%) 5r^#fc. 

[0 380] 'H NMR(DMS0-d6, 400MHz) : 5 7.08 (IH. 

dd, J= 8.6, 2.0 Hz). 7.55 (IH.bs). 7.68 (IH. d. J 
= 8.6 Hz), 7.92 (IH. d, J= 8.9 Hz), 8.39 (IH, dd. 
J=8.9, 2.7 Hz). 8.62 (IH, d. J= 2.7 Hz) ; 
MS(FAB) m/z: 349 (M + H)*, 348 ( M )♦; 

(mfim262) N- [4- i4-y(fyXH't^=.Jl'T 

iyyj.-iV') ^rV-iV-2-MV^ - (2-^'on 
-5--hn7x-/l/) ;*;1'jK^-9-5H 
Ili4«^24 IT^jtL^tN- [4- {A-r\JVs.~ 
;k) f-7y-/l^-2-'f;l/] - (2-;7oo-5--h 
X37 3.~)V) (Q. 5 0g. 1. 3 2m 

mo 1 ) , ;^^'>-XyU*-yU^'P(; H (0. llmL, 

1. 4 5mmo 1 ) , tTUvXSmL) SrfilfflL-C, 

%%m2\,ziiwx,tzimzn\^. fflieaw^b^ (0. 

5 9g. W$9 9%) ^Wi. 

[0381] 'H NMR(DMS0-d6. 400MHz) : 8 3.03 (3H. 

s), 7.27 (2H, d, J= 8.7 Hz), 7.69 (IH, s), 7.89 
(2H. d, J= 8.7 Hz), 7.91 (IH, d. J= 8.9 Hz). 8.38 
(IH.dd, J= 8.9. 2.7 Hz). 8.60 (IH. d. J= 2.7 Hz), 
9.88 (IH, s) ; 
MS(FAB) m/z: 453 (M + H)': 

(IISfe^|263) N- [4- (4-T-fef-;l'r5y7x 
f-Ty-/l'-2->fyH - (2-^'00-5-- 

hD7x-;i/) mv^^^^^ H 

||it«?ll24 l-C®jtL;tN- [4- (4-7Sy7x- 

IV) f-7y-;w-2--f;H - (2-^'oo-5--h 

i]lVifsi!;^%Y 33g. 0. 88m 
mo 1 ) , mtT-^i-JV (0. 0 7mL, 0. 9 6mm 



o I ) , DMA (4mL) imiX. SlitM2{CiBSl 
U.:1jmzm\ S^ifi^Kb^ (0. 3 5g, K*9 
6%) Sri#/c. 

[0 382] »H NMR(DMS0-d6 , 400MHz) : d 2.06 (3H, 
s), 7.64 (2H, d. J= 8.7 Hz), 7.84 (2H. d. J= 8.7 

Hz). 8.37 (IH. dd, J= 8.8. 2.8 Hz), 8.59 (IH, d, J 

= 2.8 Hz), 10.03 (IH. s) ; 

16 (FAB) m/z: 417 (M + H)*; 
{m^m2 6 4) N- [4- [ (4-75y;<f;l-'i<- 
fV) y^^yi^y-l-^/U] 7xa/P] - (2-:^'PP 

mmi3 3X'mmit:N- la - (t^^^i^'y-i- 

^/V) 7x-;l'] - ( 2-:^pa-5--hu7x- 
JV) ;<?;^;}^=^f1^5 H • 2ffii?«(0. 24 g. 0. 6 5 
mmo 1 ) , hV:>(^)l->'J>l'^ Vi^T^^-h (0.1 
ImL. 0. 7 8mmo 1 ) , THF ( 5mL) Srfigffl 

tT. mmm2 3 6{zm,ifci}mzm\ mamit 

^(0. 2 2g, IR^84%) Wc. 
[0 38 3] iH NMR(DMS0-d6. 400MHz) : 5 3.05 (4H, 
m). 3.43 (4H. m.). 6.05 (2H, bs), 6.98 (2H. d, J= 
8.4 Hz), 7.56 (2H, d. J= 8.4 Hz), 7.88 (IH, d. J= 
8.8Hz), 8.33 (IH. d, J= 8.8 Hz). 8.41 (IH. s). 1 

0.49 (IH. s) : 

MS(FAB) m/z: 000 (H + H)* ; 
(IIM^J265) N- [4- (2-7-tf-/l^75/-^ 

7y_;^_4_^;^) - (2-^'nP-5- 

r:hn7x-;i/) ^jvn'^^-l-i H 

mm2 5 5X'mkit:ti- [4- (2-72^-^7 

Y-)V-4-^)V) 7x-;l^] - (2-:?PP-5-- 
ha7x~/U) ^)VTi(^^iV {0. 19g. 0. 5 0 
mmo 1 ) , 7-fe^;P^'Py H (0. 04mL, 0. 5 

5mmo 1 ) , DMA (5mL) ^ffifflL-T, m&m2 

^ztmifzijmzm. mmmt'^^ ( o . 1 6 g . 
mi 8%) inrc, 

[0 384] iH NMR(DhB0-d8 . 400MHz) : d 2.17 (3H. 

s), 7.54 (IH, s), 7.77 (2H, d,J= 8.7 Hz), 7.79 - 
7.93 (3H, m), 8.35 (IH, dd, J= 8.9, 2.8 Hz), 8.49 
(IH, d, J= 2.8 Hz). 10.81 (IH, s) ; 
MS (FAB) m/z: 000 (M + H)*; 

(mt&m266) N- [3- (2-7-b^;l'75/-^ 
7y-;i'-4-'f;i/) 7x-yi'] - (2-^'pp-5- 
r:hn7x-;l/) 

mmm2 3 3X'mkLfzn- [3- (2-7sy-^7 

Y-ll'-4-^ll') 7x-;P] - (2-:7PP-5-- 
hP7x-;l/) ;<r;l/;Jfdt-tSH (0. 12g, 0. 3 3 
mmo 1 ) . T-ti-)U^X3>J H ( 0. 03mL) , DM 

A (5mL) imix. mmm2izmtitzi}m^z^ 

\>\mUS»)it^miO. lOmg, 1R$7 0%) 
[0385] 'H NMR(DMS0-d6 . 400MHz) : & 2.17 (3H, 
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s), 7.43 (IH, t, J= 7.9 Hz), 7.49 - 7.52 (IH, m), 
7.56 (IH, s). 7.65 - 7.68 (IH, m). 7.91 (IH. d, J 
= 8.8 Hz), 8.35 (IH, dd. J= 8.8. 2.7 Hz). 8.41 - 
8.42 (IH, m). 8.49 (IH, d.J= 2.7 Hz), 10.78 (IH. 
s) : 

MS(FAB) in/z: 000 (M + H)^ 

immnei) n- [4- (2-75yx^/i.) 7x 

- (2-:?an-5-:ihP7x::iyU) 

mm\ie9x^i%hixfzN- [4- (2-7syxf> 

JU) 7x-;P] ~ ( 2-^nn-5-^h07x:::/U) 
;<7;U.1f^'^$Kmi?^0. 2*fPft(3. 7 4 g. 10 
mmo 1 ) imQMW^H (20mL).*(80mL) 

^^i^mz^^^y ( 1 omL) t^izmi. imsmmm 
mamit^m ( s . o 5 g . m9 6%) mtz. 

[ 0 3 8 6 ] iH NMR(DMS0-d6 . 400MHz) : d 2.63 - 2. 
70 (IH. m), 2.79 (27H. t. J= 7.0Hz), 3.12 - 3.18 
(IH. m), 7.21 (2H. d. J= 8.4 Hz), 7.62 (2H, d, J= 
8.4Hz), 7.89 (IH, d, J= 8.8 Hz), 8.33 (IH, dd. J= 
8.8, 2.7 Hz), 8.43 (IH, d. J= 2.7 Hz), 10.65 (IH, 
s) ; 

MS(FAB) ffl/z: 320 (M + H)^ 
(^^J268) N- [4- (2-7x-;l'TSyX?;P 
ilf-^PTSyxf-yl') 7x:i;l/] - (2-i^nD-5- 
r:hn7x:::;l/) :^fU7i(^^^V 

mmm267TmmuzN- [4- (2-rsyxf^ 

;l/) 7x:::;l/] - ( 2-^'nn-5-::^ho7x::.;l/) 
^/kt'^-ta hM 0. 3 2g. 1 . Ommo 1 ) . TH 
F (5mL) ^^>l/(C7x::.;Wyi/r^'^-h (0. 1 
3mL. 1. 2mmo 1 ) S-ffifflLT. llifiM2 3 6tC 

mwtLfzif&^zmK WMismt^m ( o . 3 5 g . iR 
$79%) i:mz. 

[0 387] iH NMR(DMS0-d6. 400MHz) : 6* 2.86 (2H. 

t, J= 7.3 Hz). 3.66 - 3.71 (2H.in), 6.88 (IH, t. J 
= 7.3 Hz), 7.21 (2H. t, J= 8.3 Hz). 7.37 (2H, d. J 
= 7.7 Hz), 7.64 (2H, d. J= 8.3 Hz), 7.89 (IH. d. J 
= 8.9 Hz), 8.34 (IH, dd.J= 8.9. 2.7 Hz), 8.44 (IH, 

d. J= 2.7 Hz) ), 8.46 (IH, s). 10.66 (IH, s) ; 
MS(FAB) ffl/z: 439 (M + H)*; 

(mmm269)n- [4- (2-7x::^;l/7Syf^* 
X?;P7jf-;^T5yxf"/i/) 7x-;^] - 
5-xhP7x:::;l/) 

mmf^neix-mmuzN- [4- (2-7syx^ 

;l/) 7x^;l/] - (2-:;^oa-5--ho7x:::^;^) 
/iJUTn^^iV (0. 32g. 1. 0mm ol), .T 
HF (5mL) 35r^>lXlC7x-/Myvr^^'-b (0. 
1 5mL. 2. Ommo 1 ) SrfflfflLT. ^Sfi0!l236 

izimifziimizm\ mzmit^^io. 3 5g. 
mm7s%) imz. 



[03 88] iH NMR(DhB0-d6, 400MHz) : <^ 2.87 (2H, 
t, J= 7.3 Hz), 3.70 - 3.72 (2H,m), 7.11 (IH. t, J 
= 6.2 Hz). 7.26 - 7.37 (6H. m), 7.66 (2H, d, J= 8. 

4 Hz), 7.72 (IH. bs). 7.90 (IH, d. J= 8.8 Hz). 8.3 

5 (IH. dd, J= 8.8. 2.8 Hz), 8.45 (IH. d, J= 2.8 H 
z), 9.57 (IH, bs). 10.67 (IH, s) ; 

f6(FAB) m/z: 455 (M + H)*: 

(IISfi^J2 70) N- [4- (2-rsy*yU7)^:^;i/T 
i/x^jU) 7xx;i/] - (2-^'pn-5--hn7 
X :::;!/) A^U^^^Vi H 

mi&m2 6 7XWtUzN- [4- (2-T5yx^ 
fU) 7x-7i/] - ( 2-^^np-5--hn7x::i/^) 
:^JU7f.^^i\i (0. 3 2g. 1. Ommo 1 ) . TH 
F (5mL) :6r^mihUP<f-;^^'y;WyxT*-h 
(0. 16mL. 1. 2mmo 1 ) JrtSfflLT. HJfiM 

2 3 6izimifziTm^zm\ mamit-^m ( o . 2 

8g. iR*7 7%) ^mz. 

[0 389] IH NMR(DMS0-d6, 400MHz) : d 2.65 (2H, 
t. J= 7.2 Hz). 3.16 - 3.22 (2H.m), 5.42 (2H, s), 

5.89 (IH, t, J= 5.5 Hz), 7.21 (2H, d. J= 8.3 Hz), 

7.62 (2H. d, J= 8.3 Hz). 7.89 (IH, d, J= 8.8 Hz). 

8.34 (IH. dd. J= 8.8. 2.7Hz), 8.44 (IH, d. J= 2.7 

Hz). 10.63 (IH. s) ; 

M5(FAB) m/z: 363 (M + H)^ 
(^JS^J2 7 1)N- [4- (2-7x-;U;&;l/rt<x;U 

T5y^:t*;l/7K:^/l/7^ yx^;P) 7x^;U] - (2 

-^'pn-5-xhP7xx;^) ^jU^f^^^i V 

mmm2e7xwtLfzN- [4- (2-rsyxf^ 

)l) 7x::^;i/] - ( 2-:^PP-5--hP7x:^;U) 
:^)\^7i(^^iV (0. 3 2g. 1. Ommo 1 ) . TH 

F (5mL) 35:^mc'<yy>f;u>f ys^T*-b (o. 

16mL. 1. 2mmo 1 ) SrfSfflLT, IIJS^J236 

izimifz:f)mizm\ mmsmt-^m ( o . 4 o g. 

iR^84%) mtz. 

[0390] iH NMR(DM50-d6. 400MHz) : d 2.96 (2H, 
t. J= 7.1 Hz). 3.83 - 3.89 (2H,m). 7.30 (2H. d, J 

= 8.4 Hz). 7.51 (2H, t. J= 7.7 Hz), 7.61 - 7.67 (3 

H.m). 7.87 - 7.93 (3H. m). 8.33 (IH. dd, J= 8.8. 

2.8 Hz), 8.45 (IH, d, J=2.8 Hz), 10.68 (IH, s), 1 

0.93 (IH. s). 11.33 (IH. s); 

mm) m/z: 483 (M + H)^ 
(SIJgW2 72)N- [4- (2-xh:iri/>;?yU;K:::;U 

T5yf-:t>>;l-;K^;Prsyxf^;U) 7 x :::;!/] - (2 

-:;^pp-5--hP7x:::;U) H 

m&m2 6 7xwtuzN- [4- (2-rsyx^ 

;V) 7x:::;H - ( 2-^'pp- 5-:^hP7x::i;l/) 
:^J]^7i(^^i K (0. 3 2g. 1 . Ommo I ) . TH 
F (5mL) ^^>mcx^^^^;&;^.1f:l;MyvT^^- 
h (0. 14mL. 1 . 2mmo 1 ) SrflefflLT, 

m2 3e^ztmuzumm^\ mamit^ ( o . 
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4 1g. m9 2%) iWz. 

[ 0 3 9 1 ] iH NMR(DMS0-d6, 400MHz) : ^1,21 (3H, 

t, J= 7.1 Hz), 2.89 (2H. t, J=7.2 Hz), 3.76 - 3.8 
1 (2H, m), 4.14 (2H, q, J=.7.1 Hz). 7.26 (2H, d, J 
= 8.4 Hz), 7.64 (2H, d, J= 8.4 Hz). 7.89 (IH, d. J 
= 8.8 Hz), 8.34 (IH. dd,J= 8.8. 2.7 Hz), 8.45 (IH. 

d. J= 2.7 Hz), 9.91 (IH, bs), 10.67 (IH, s),10.% 

(IH. s) ; 
MS(FAB) m/z: 451 (M + H)^ 

(^M273) N- [4- [2- 

- (2-:^QO-5-:::bP7x:::;l/) ;^;l/;J<^r-t S H 

mmm2 6 7vwimuzN- [4- (2-7syx^ 

;l/) 7x::^7l/] - (2-:^np-5--ht77x-;l^) 
5 K (032g. 1. Ommo 1 ) . THF 
(5mL). 3-t'U3/;M yf-:t>'T:t--h (0. 1 
6g. 1. 2mmo 1 ) SriSfflUT. ^te«2 3 6tc:IB 
f5Uv:*ffifrc«!v\ miBBW^b^ (0. 4 1 g. 
9 0%) ^%fz. 

[ 0 3 9 2 ] iH NMR(DMS0-d6 , 400MHz) ^2.87 (2H. 
t. J= 7.3 Hz). 3.66 3.77 (2H, m). 7.27 (2H. d, J= 

8.3 Hz), 7.36 (IH, dd, J= 8.1, 4.7 Hz), 7.65 (2H, 

d, J= 8.3 Hz). 7.89 (IH, d, J= 8.8 Hz), 7.91 7.9 
8 (2H, m), 8.30 (IH, d, J=4.7 Hz), 8.34 (IH, dd. J 
= 8.8. 2.7 Hz), 8.44 (IH, d, J= 2.7 Hz). 8.^ (IH, 

d, J= 2.2 Hz), 9.70 (IH, bs), 10.67 (IH, s) ; 
MS (FAB) m/z: 456 (M + H)^ 

(mmm274) N- [4- (>f S^^V [l. 2-a] 

4- (>f5:^y [1, 2-a] t^US/V-2— f;U) T 
(0. 2 2g. 1. 0 7mmo 1 ) . DMA (3 
mL) ^:/^Mc:2-^pn-5--hn^.&#K^^DiJ 
H (0. 2 6g. 1. 18mmo 1 ) ^rffiffltT. %m 

m2\,z%muz'^m^z%\\ mimit'^%(o. 39 

g. m^92%Y^'i^fz. 

[ 0 3 9 3 ) iH NMR(DMS0-d6 . 400MHz) : d 6.89 (IH, 
m), 7.22 - 7.26 (IH, m). 7.57 (IH, d. J= 9.3 Hz), 
7.79 (2H, d, J=: 8.6 Hz). 7.91 (IH. d, J= 8.9 Hz), 
7.98(2H, d, J= 8.6 Hz). 8.35 (IH, dd, J= 8.9. 2.8 
Hz), 8.50 (IH. d. J= 2.8Hz), 8.53 (IH, d. J= 6.7 H 
z). 10.80 (IH. s) ; 
MS(FAB) m/z: 000 (M + H)*; 

(^ife^J2 7 5) N- [3- (2-hHP:^>'X^;P) 
7x-;P] - (2-;'np-5-xhP7xX;l/) tjfV 

N-3- (2-t KP^xXf-;!/) 7:^Uy (2. 5 6 
g. 18. 7mmol).DMA(25mL) tc^h^Wz 
2-^PP-5-:::hP^.ftSS?^'PUF (4. 3 1 
g. 1 9. 6mmo 1 ) SrffifflLT. ^{fi0!l2tC|eiJL 



fz1^mi^zm\ Wiimit^^ (3. 8 1 g. IR$64 

%) mtz. 

[0 3 94] ^H NMR(DhB0-d6. 400MHz) : d 2.72 (2H, 

t, J= 7.0 Hz). 3.61 (2H, q. J=7.0 Hz). 4.66 (IH. 
t, J= 7.0 Hz). 7.00 (IH. d, J= 7.8 Hz), 7.27 (IH, 
d,J= 7.8 Hz), 7.54 (IH. d. J= 7.8 Hz). 7.57 (IH. 
s), 7.89 (IH. d, J= 8.8 Hz). 8.34 (IH. dd, J= 8.8, 

2.8 Hz), 8.44 (IH, d, J= 2.7 Hz), 10.64 (IH, s) : 
MS(FAB) m/z: 321 (M + H)^ 

mm216) N- [4- [4- (N. N-i^XrJ^y 
X)V^^:=^)VT^J) yx^i;!/] 7xX;H - (2-^'P 
p-5--Np7x-;P) ijfVifs^^i Y 

mmmi9 2x^Lfzi^~ [4- (4-rsy7x- 

)V) 7x-y^] - (2-:^PP-5-xhP7xrL;P') 
tl)V^s^^^ F (0, 3 7g. 1 . Ommo 1 ) . TH 
F ( 1 OmL) . h^Jxf-;l/TSy (0.5 5mL. 
4. Ommo 1 ) ti:^lf\iZX.9yX)V^^::i}V9vi^) Y 
(0. 3 1mL. 2. 2mmo 1 ) ^ffifflLT. mtm\ 

2 3 5 {ztmLfzum^^zmw m^^mt-^^ ( o . 2 

2g. IR*4 0%) iWz. 
^ [0395] IH NMR(DM50-d6, 40(»1Hz) : & 1.36 (6H, 
t. J= 7.1 Hz). 3.68 (4H. q. J=7.1 Hz), 7.55 (2H, 
d, J= 7.7 Hz), 7.60 - 7.85 (6H, m). 7.92 (IH, d, J 
= 8.2 Hz). 8.66 (IH, d, J= 8.2 Hz), 8.50 (IH, s), 
10.86 (IH. s) ; 
MS (FAB) m/z: 552 (M + H)^ 

(mm\2ii) N- [4- {3-T^^)vr^yyx 
-;P) f-7V-;^-2-'</^3 - (2-^^pp-5-- 

FP7x:^;l-) t)Vifs^^i Y 

mm2 5 3x^'&Lfzn- [4- (3-r5y7x- 

;U) f'TV-;U-2->f;H - ( 2-^^pp-5-:ih 

P7x-;l/) ^ K ( 0. 2 2g. 0. 6 0m 

mo 1 ) . T^i^)V9u^)Y (0. 05mL. 0. 7m 
mo 1 ) . DMA (5mL) ^ffifflLT. ^WS^mztt 

mifz-m^zmw mimit^m ( o , 2 2 g, 

8 6%) iWz. 

[0 3 9 6] iH NMR(DMS0-d6, 400MHz) \d 2.06 (3H, 
s). 7.35 (IH. t. J=8.0 Hz), 7.44(1H. d. J=8.0 Hz). 
7.58 (IH. d, J=8.0 Hz). 7.67 (IH. s ), 7.91 (IH, 
d,J=8.8 Hz). 8.26 (IH, bs), 8.37 (IH. dd. J=8.8. 
2.7 Hz). 8.60 (IH. d. J=2.7 Hz). 10.01 (IH, s) ; 
MS (FAB) m/z: 417 (M + H)^ 
{Wm21S) N- [4- {3-^i^yX)Vi)r^:=.)VT 
$y7x-yU) ^TY-)V-2-^)V'] - (2-:^PP 
-5-:::hP7x-;P) :^)Vif^^^^Y 
%mm2 6 0XimLfz^- [4- (3-75y7x:^ 
)V) ^TY-)V-2-^)U^ - (2-^'PP-5--F 
P7x:i;l/) ;!r;!^.K^'9-S H (0. 2 2g. 0. 6 0m 
mo 1 ) . :^9y:^)V^^:^}V9u^)Y (0. 0 5mL. 
0. 7mmo 1 ) . eU^/X5mL) SrfigfflLT. ^ 
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m2 izimuzwzm^K mmit-^m ( o . i 

t03 97] 'H NMR(DMS0-d6. 400MH2) : S 3.01 (3H. 

s), 7.17 (IH. d, J=7.6 Hz), 7.41 (IH, t. J=7.6 ), 

7.66 (IH. d, J= 7.6 Hz), 7.74 (IH. s). 7.81 (IH, 
s).7.91 (IH, d, J=8.4 ), 8.38 (IH, d, J=8.4 Hz), 
8.61 (IH, bs), 9.84 (IH, s) : 
MS (FAB) in/z: 452 (M + H)*: 

mii&m279) N- [4- [4- (2. S-i^'^^f-/!/ 
fp-;l/-l-^;U) 7x::.;H ^x-zl-] - {2-^^ 
on-5--ho7x-;l/) F 
4- [4- (2, 5->'p(^l\^fa-il'-l-^>\^)y 
x-Jl'l r~^)V (0. 1 2g. 0. 4 5mmo I ) . 
DMA (5mL) ^:/?>t;ft:2-^'DO- 5--ho$,& 
#^:J'a'JH(0. llg, 0. 53mmol)$:ffiffl 

t-c, %%m2\,z%mhtz-nmzm>^^. siESW'(i:-&ti 

(0. 17g. IR$8 5%) 2:f#7t. 
[0 3 98] iH NMR(DMS(Hl6 . 400MHz) : d 2.01 (6H, 
s), 5.82 (2H, s), 7.35 (2H, d,J= 8.4 Hz), 7.77 - 
7.85 (6H, m), 7.92 (IH, d, J= 8.8 Hz), 8.36 (IH, d 
d.J= 8.8, 2.7 Hz). 8.51 (IH, d, J= 2.7 Hz), 10.85 
(IH. s) : 

MS(FAB) m/z: 262 ( M )*; 

(Il!£j?ij280) N- (e-r-fe^/ursy-^yVf-T 

^f-)V-2-^)V) - (2-^'nn-5--hn7x- 

^51^12 6 IT-SJiUcN- (6-r$y'<>'y^TV 
-)\'-2-^^\') - (2-^'oD-5--hn7x- 
)V) tilVifA^^Y {Q>. 2 8g, 0. 80mmo 
1 ) , (0. 06mL, 0. 9inmo 

1) . DMA (5mL) ^fflffltT. mim2lZsmt 

fzmm^K mmm.^ ( o . 2 2 g, jr*6 9 

%) sft/i. 

[03 99] 'H NMR(DMS0-d6, 400MHz) : d 2.09 (3H. 

s). 7.53 (IH, d. J= 8.7 Hz), 7.72 (IH, d. J= 8.3 
Hz), 7.92 (IH, dd, J= 8.8, 1.7 Hz), 8.37 - 8.40 (2 
H, m), 8.64 (IH, d, J= 1.7 Hz) ; 
NS(FAB) m/z: 391 (M + H)*: 

mm28i) N- {6-7i/^/i'^^~>i'7iy^ 

W^rV~)\'-2-AiV) - (2-^'ao-5--h 

IIS(S«^2 6 iT-ssiiL^N- ( 6-T5 >"^yyf-rv 

-)\'-2-Ai\') - (2-^'nD-5--h07x- 
IV) f))V-ff.^^\Y- (0. 2 2g, 0. 6 0mmo 

1 ) , MJ-xf-zi/v-ij/Myvr^t^-b (0. oim 

L. 0. 7mnio I ) , THF (5mL) $r(SfflLT, 

(0. isg, iR$7 7%) ^mtz. 

[04 00] "H NMR(DMS0-d6, 400HHz) : 5 5.91 (2H, 
bs), 7.36 (IH, dd, J= 8.8, 2.2Hz), 7.64 - 7.68 (1 



H, m), 7.92 (IH. d, J= 8.8 Hz), 8.18 (IH, bs). 8.3 
8 (IH, dd, J= 8.8, 2.5 Hz), 8.63 (IH, d, J= 2.5 H 
z), 8.72 (IH, bs) : 
MS(FAB) m/z: 392 (M + H)*; 
(##W1 ) 2-757-4- (3. 'S-V-t-f^ 
;U-4-t Ho^x7x-;l/) ^7V-)V 
3, 5-i''-t-yf-/l^-4-t Hn^rv-^xi-v/l^y 
n$H9. 8 1 g5rr-bhy5 0mL{z^»UcS?a 
\.z. ^^^1-74. 5 6gS-jD;c.. miMLX'-fmnt 

mm^izmm^^^yiiax.. mt^-tfdk. pm. 

SaSL, Si£@W^b^!Ii58. 9 2g$-#:t. 
iH-NMR(400MHz,DM50-d6,TMS):5(ppni) 1.44(9H,s), 6.7 
KlH.s), 7.26(lH,s), 6.%.(2H,s), 6.97(lH,s), 7.52 
(lH,s) 

(##W2) 2-757-4- (3-\fVi^lV) ^TV 

-ll 

3-T-fe-?-/l'fi;>''y4. 3 7g. f-;r'>U-r5. 49 
8^j:hmz3^m9. 16gi&10 5*C-e3 0^^Mfe 

mt. mitix^^fz^jmmi'. rMvrz, ifjrl 

iH-NMR(400MHz,DheO-d6.TMS):(?(ppm) 7.16(2H,s), 7.1 
9(lH,s), 7.39(lH,dd,J=8.0, 4.8Hz), 8.12(lH,dt,J=8. 
0. 2.0Hz). 8.45(lH,dd,J=4.8, 1.6Hz), 9.00(lH,ni) 

(mm) rimmmizi6\>^x. mmmzm^^ti^^j: 

V^RRD, Molecular Cloning (Sambrool, J.. Fritsch, 
E.F. atf Manlatis, T.l=, Cold Spring Harbor Labo 
ratory Press J:*)m9^l>zm\) (Cie^<0:firS{Cj; Off 

<om!miz^':>xmuz. 

(^mi ) ;K';p<7— t'lMS/£7-7^v-t^rl,DNA 

m^^mmt tfzi§'k<r)^o ^ ^-mmRm m 

rpCRj t\\o) r^'fv-coiSthtCife/co-CJi, thP 
PARr2ifE^E?ll (GenBANK accession No. D83233) iZ 

imm'F<D±r&im.vTjrMiz{i, umm'F<^^mry 

X5 HpSG5 (Staratagenett) iO$iJ|J|iS^?$(iBamHltff 

A-fr ti^^fzi^izm^jMvmmm mzi. iminm 

lRr/2l,Z7f:^tlfz2m(r>:t^'J J( ^U:^i-Y {&,T-iil 

-Piirsij , TASij tv^d) S-itfflUc. 
( #)i 2 ) PPAR r iSlfaeiFffiyiJ Srif O DNAjf D tf-?- 
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<r)Ti(^)7 9V'if^Y (UlT rszj . taszj S- 

m (J. D. Tugwood.EMBO J. 11(2). pp433-439 (199 

2)) \,zm^\^X'^t^:'>fz. V--K-^'-r7;^S FpGV-P2 

(m^^y^ttS) i.z^x^L>fihtz»yt,z. S2\,zmm 

»«NheI . AS2tC{±XhoIC i l.igiSJiB?iJ^#JO L/C. 

(#Ji3 ) t hPPARr^r^XS Hcofl^ 
ia2tPPARrl6ar5XS h'cO«^ll5r^t. 

[ 0 4 0 11 t Miro««*5|^C0cDNA7^ /7 (CI 
ontechtt) im.tLX. #fil T#'i>tLSPCRr5>f 
V-t^rl>DNA^i;::fv-Sl, ASlSrfflVMT, PCR^i»|a 
ttDNA4^U>7— IfEx-Taq (SfflJttt) SrfflUTff^T 
V\ *«J1500Jg»^ (IMTbp) cODNA»ffr*»'«*i$^ifc. 

7>f V-i:^|,DNA;^-y 7 Ym^<r)tz 

J^HSBrT-SO^. -e LTiSc7)#5S(7)y'cy>lC72'CT'30#cO 

mv^iwrnmimx-mmzmmt. ?sii^m\wm 

^gSfiBaniHICifAL. h hPPARr j^JST-^XS h'pSGS- 
hPPARg^tt:^:. ttA§itA:DNAieffr{4i^'TJrdfi^Jf^W 
3j-^K«[*^^t:J: D s -ecODNA<7)JSSli!9lJ*«h hPPAR 
r2t-S).SC:i:?rlli2t/c. 

03CPPARr?^T5;^ 5 

[04 02] SlMP^el, XhoUciOM'fb^tl,, 1.0 

-P2m!H!l?:lfflSS U^. IS«!W2 Tl#/cDNAjr U r/V-S 

2 . AS 2 $r?I^ L , 94"CiOj|?§*l^PB^^ i<- H 

B#^-f y^a.^-VLXS2tl^21)^7--')y-/Uz2 

t-Hf {immmm) m\^xim^')ym\tLtz 
9i^zw^Ltz^s-vm-{mtmmmu'ms\, xh 

5X5 HpGV-P2-PPRESr#/c, 

¥)i3. ^)i4T1#4>ix;t:r5X5 h'mv^T. imm 

-mm'm^zi*)^ mmmuz. ryx^Y^^t 

SHB-10m$rr>-trj^U ymfj.gM $:-&-tfL-brothtgil!! 
(lOg'h'jrhy (Difco) , 5g -f-XhX^'Xh^^' 
h (Difco) . 5g ig-fli-^h'J'>AS:-?-fL-PitlL(7);^J§?K 

(C*tf) CT, 3rCT'17B#igt§«5:ff^-7!t. fOf*, 

Wm^<nmsrf-mX^zm\'^fZ. pSG5- hPPARg. pGV-P2 
-PPRE. LipofectAMINEli^ (GIBCO BRLtti?) SriI-& 
h h't|SlliitiejiattMG63tC-3Si4(Cji^»AL/cW 



30000 cells/welUc^r|,J:atCjiaL. 24Sf^C02'f y 
(NAPCO) SrfflV^-C37°C. 5%C02. 95%-fiHcO 

(^)i6 ) iK^fvgtt^bWJttoil^ 

^list'issLfcwtc. Tie<7)^l:^^j^AS:lonM (-m 

k.LX^'^^k^Trrttl^NArTd-XVX'htHi. Z 

tim^^^j:^^) mw.mmm^<oms.x'mfimitmiz 

0 («#^y=Jftt) 2r. t^ifeSrJROI^V^/ctgST-k-b 
IC»L. ;U5y^-^'-ARGl)S50 (i^ei*h:i^'xtt 
m) XJiAnalyst (LjLttS") $:fflV^T. /l-i/7x5— tf 

({b^A&tx-e^oigjt^a) 

■ft;^»A : N-U-[2-(4-(2.4->';t^yf-r-/'Jv^y-5- 
^P;< f-yP) 7 X y ^ f-;l^j-l-y f-;l>-lH-A;y 

5-(4-[6-(4-r s y 7 X y ^ j^)-i-^ ^;HH-^y y-f 
5 yv~iv-2-^ ivyi hdf v-xvi^vn -fry D >''y-2, 

4-i^*:ty • r«i»a400mg^7)il?f^N,N-v';<f■;^*;^i. 

TS H8m 1 <^mmz. V Uxf-zur S y0.36m 1 Mf 
KyV^lVyu^J HO.lOm 1 SrjSTUvl. Z(r>mmWL 

^msL-^-vmism. Km.^m ^mr^x-mm 
mi. mmz^iiiMi. PKx^;n:'ttait/c. m 
mim-kmx'mi. mymmi- h u '^j^±x'^m 

yP;«f7A^'nvh/57^-(PKxf-;W: n-A.^-^- 
y=l : 1 -2 : l-*3 : 1-4 : Dt^fttt , afy»5S«0B 

mt-^vs ziimsmhtitz. 

[0403] it^: 200-204*C. 

m5X'm^Lfzmmz. ikmi^<r>^mm(r>'mx'm 
mimm^zmauz, 2Ami^m^. /i/v7x7— cfs 

5ESMLT2.0 (mJ¥-f y^JfaS!) S-. tgtfiSrlROI^i^/l 

i^mru-hi,zm\iL. ;usy;<-^-ARGUS50 

*b:::^'Xa»i) X«4Analyst (LjLtti!) SrfflV^T, 

i^7 X y—^£-mm^ L . m^^mtimmi:mM. 

manmyyyittfz. 

■ri.. BP*>, mc^-ri^t:, r:f-xh»Kjc7)^ 
mm.^mx-y^^^m.m<r)Wckmi: 

filSiJtg«0ft:^fi2rIniax (%) tt^. fOi:^. IB^fvg 
^iCfc V lOO-I iiBx/2(?DliS:*1- teei'fb^iOigSSr I C 
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5otLT»tiJ-rS. ;cOj;atcLTfl[til$ii:^v:IC6o&t/ [0404] 
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88 




108 


57 


59 


110 


15 


190 


111 


79 


27 


112 




14 


116 


11 


55 


117 


9.7 


120 


118 
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10 4 0 5] miZTT-^tLlXoiZ. :^%m<Dit^^ 

h. 

mmW'fz'^^^RMk (Hyclonett, FBS. Lot.AHM941 
9) S-lS^^Wv), Penicillin - Streptomycin. Li quid 

(GIBCO BRLtt Cat. No. 15140-122) 2:U(v/v) fc^:!, J: 
^tjl-^L/ia-MEMtStfi (GIBCO BRLtt Cat. No. 11900-0 
24) (WT15%-FBS-aMEMi:BS-r) ^-fflV^/c. *iSiJT- 
^DtlfSfi-f'^-CCOa'f y=Jfa'<-^'rt OTC. 95%S 
5%C02) -CtToTt. 

104 0 6] 7ji©J8eBDFl-7>>;^S: B*f-^r -iVX U 

i\^m'vxmm.m^z}^'^mst^^. u-^-xw^-bi, 
ja5ri^*t^cft, w$-«jBfu^c. vmua-m^-m 

E-fCitL. 15%-FBS-aMEM lnil:AiX/caM§l<7)thSr 



(Falcontt) T1P5a fCOTLTt-tttlBfla 
S-25cin2tgffifflrU-h (SUMlU3Ntt Cat.hto.M5-22050) 
(CffiSL. 15%-FBS-aMEM 5iiLT'n>'7;Wxy ht^rS 

[0407] ±ie«m2ro.o5 1 V ^)ri^y-mmm 

(GIBCO BRLtt Cat.No.25200-056) ImL-CilJM^-ti:, 15 
%-FBS-aMEM SmLj-JPiWSr^fiitS-^/ifS. jl't^^fii 
tciO (25-C. 800 rpm. 4^[S) mS:|HllRU^«:. EUR 
U!t*fflflaS'15%-FBS-aMEMS:ffll,'>T, 80,000 cells/niL 

V-Y (SUMllilNa) tC, 8.0001/welU2^|,J;3tlOO 

izii. -ffc^!tJjASr*lillS10nMt=6:S J: a izmmitzl5%- 
FBS-aMEMSrge/zL-fo^iiL?^. ^yxMzMlX. 1) 
ttii«JlmM .lOO/iMSt^iOjuMO DMS0^}5$:15%-FBS- 
amT2!im^Ltiij<7)t:A/il/mn (fk*^{8Sl;iiM.l 
OOnMfeilXlOnM) . 2 ) DMSO$'15%-FBS-aMEMT'20fS* 
S?U^t>«S:4AtL/«ell (ft*§JiSO.l%(v/v) ) {ay 
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ho-yl/gfl) , 3) DMS0$-15%-FBS-aMEMT'20^#S? 
LJtt><7)5r4/^L/well (Sjf^i8Jg0.1%(v/v) ) (nyh 

o-;i-pii) #^^»pL7t, mmi^mk. #8fcwL 

TT;l';&U*^7T^'— fcf (ALP) ?Stt<^8!l^«:.ff-> 

[0408] i^pmmmi. wt<oj: a iz^n-^tz. 

f^, Dulbecco'si;y^M''y7r- (GIBCO BRLft Cat.N 
0. 14190-144) 100x(LT^)-at^4fl.::ttC<l:0. #w 

eiis-2iii-roiSc?f Uc, o.67Mvx5'y-;ursy (in 

3Ktt3g Cat. No. 099-03112) . 0.67iiiM MgClj, 0.1% (v/ 

v) TritonX-100 (Sigiatt) Sr^tf«?§^^f^ 

It:. mmSe20%(y/y) Sapphirell («^ffitl:TROPI 

Xa) . a$5ilUg6.7%(v/v)CDP-Star (TROPIXtt) 
5J:dtiNB)iaJ§)S?Stm-^LTALP»«^?e[2:f^fi£L. A 

LP»«?t?s^5o ui/v>eumi. mm-mmm^ 

It. LjLtt^V'f ^'nri^- N-7;l/f-'J-i^-Analyst?r 



[0409] mmmimm<omb lx , mmm 
m&mT<r)Xoiz^nfz. i^m±a.m^i. io%(v 

/v)*;l/A7;kf t H*iS«E (S^) S-=&welltC60AtL 

mix. mmm^mWiX'ns.uz. mmsa^a. 

K^L. 0.2%(v/v) TritonX (Sigmatt) ymmeQul 

1 Red 0 (Sigmalt) $-0.3%(w/v) t^r^ J: o WtlSL/i 
liliiSS^JRSr#welUC60;uL-ro:5i-itt. Sffl-C'lO^S 

vroy ^v-;^^l<^§?S60;uLSr^aL^4■r■l. ^ t i 
0, #wellSr211I-foa?tt^v:. 7V-h$:^Lt, 

[0410] 7/1/* 'JyytXyr i'-- fe'IUfl^iOfe*?: 

[04 1 1 ] 
im2] 
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9^m 


1/iM 


lOOnM 


lOnM 


m 
»^ 


1/iH 


lOOnM 


lOnM 


m 


I^H 


lOOn 
H 


lOnM 


m 

»# 


1/iM 


lOOnU 


lOnM 


2 


63.0 


60.5 


20.7 


3 


21.9 






5 


70.0 


26.4 


3.0 


6 


24.0 


15.0 




7 


24. S 


10,6 




8 


43.1 


14.5 




9 


89.2 


48.2 


9.1 


10 


29.2 






11 


53. 1 


15.4 




12 


59.7 


22.3 


17.7 


13 


77.1 


31.4 


10.6 


14 


46.4 


20.0 


13.8 


15 


50.4 


36.2 


18.0 


16 


46.3 


23.6 




17 




58.4 


52.7 


18 




55.1 


48.5 


19 




29.8 




20 




67.0 


60.3 


21 




38.5 


14.0 


22 


68.1 


21.5 




23 


49.1 


16.6 


1;3 


24 




76.6 


42.0 


25 


24.4 


12.0 




26 


44.3 


19.5 




30 


27.4 


14,6 


10.8 


32 


38.1 






33 


22.9 


7.9 




34 


51.0 


13.6 


2.7 


36 


42.3 


11.2 




36 


21.8 


6.6 




39 


38.0 






42 


66.6 


27.0 


5,6 


43 




64. 6 


43.7 
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21.2 






46 


44.1 


12.3 
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88.0 


56.3 




43 


56.3 


24.9 




51 


56.4 


6.0 




52 


71.2 


18.9 


13.8 


53 


89.0 


99.2 


87.2 


54 




54.1 


41.5 


58 


27.4 






61 


28.2 


14.3 


10.6 


62 


53.7 


25.9 


13.2 


63 


48.3 






64 


29.6 






65 




32. 1 


18.4 


77 


36.2 






80 


34.9 






82 


80.6 


73.9 


13.2 


84 


57.4 


5.5 


9,7 


87 


89.5 


39.3 


11.0 


88 


102.4 


97.9 


92.7 


69 


37,9 


18.9 


15.2 


90 


82.4 


59.1 




91 


26.8 


20.0 


17.9 


92 


40.5 


19.3 


14.2 


93 
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y 7 hSfelgMTOti. K-tti 0 ISA Lit 
mmi^m ^ V ^.z-^ttih -NBHaSr^tW Lt:. til 

ore. %%m&. 5%co2) -C'tifSSrff-pi^c. 
[0413] mxLtzmmt^m.h\izmmi^m: 



A S-ffl V 83 , OOOcel 1 s/mLOWiaSSfflt S: PS t , 965^ 
IS37-yy3-b-7-f ^nri'-h (SUMILON^t) 
tl5, OOOcel Is/well (60/iL/well) \,Z^j:hi.o\,zmM^ 

mm^^^Li^. ^^>mtLx. mm^t*j:\,^m 

'^^ru-Hzw-itz, 

[04 14] SB. mnm^'r^^j^ii^&m^L. ^ 
1 ) mLit-^mm\,z\i. mLVL-^<^mu\\ dmso 



(^3) )02-3322'66 (P2002-§I*66 



/well mmit-^mmi^m^ lOOnM, DMSOft^^jgg : 0. 

1% (v/v) ) , 2 ) nmmui, Dmi-a^mmmj^T 
iS:o.i%(v/v) ) mmmwc'yxMzMitz, t 

X-20jgi»S?L^t<O^3xxL/well («itlillS0.1% (v/ 
v) ) , yy y^f^ :cll'l,Zm\iLfZ. 
[04 1 53 5aSig«Lf^f*, 
^T-fn^ASr^i^U. 10% (v/v) ^fwl-AT/Prt 
HrKJ§« (1^) 60xtL$-#'^x;HCJn;tT. «e)iaS:2 

ia^?s^^*i^t. o.2%(v/ 

v) TritonX (Sigmatt) ;iJ<Ji?R$:60/xUg-welUc^at5 

L., 60Z (v/v) yrn>'V-;k*?lljgtcoii Red o (s 



igDBtt) $0.3% (w/v) lz^j:lXolzmmit:mSti^ 
?S60AiL5:#welU;^aL, Miat'lO^raifSLTt. flt 

i»ifefe?S$^»lM?iL?tf^. m (v/v) -fvrn/v- 
E-f^WfLtz. ^<r>\k. D^eo5■#well(:lOOx<L■fo 

~ (LabSystcBstt) ^:fflV^T. 550nm<^®3feje (/«S55 
0) $-I!l^t, Oil Red 0tcJ:0^fe$aJt«2rS![eL 
tz. *tH3gfcoABS550SS^ffiSrlOO%. y^y^^P^OABSSS 

oai^ffi^ 0 1 m.wmm<r)mmmmim 
(%) sracaju^. 

[0416] ^ftS:TiE*3 (C^^-r. 

[0417] 

[^3] 
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[0418] ifW^<n±xmm\it'^mi. 

flg)K«Kt(iHanksi[SrfflV^/i, HanksSJ{±120inM NaCl, 
4.8111M KCl. 0.74niM MgS04 . O.BOniM Na2HP04 , 0.40raM KH 
2PO4. 20inM HEPES, 0.05%(w/v) Glucose, llMv) BSA 
(SIGMAtt Cat.No.A7888), 0.95fflM CaClg. 4.17raM NaHCO 
3. l%(v/v) Penicillin - Streptomycin. Liquid(GIBCO 
BRLtt Cat. No. 15140-122) coa^^(pH 7.5)S:riiSL. 



t§tfi(GIBCO BRia 



Dulbecco's modified Eagle's 
Cat. No. 11995-040) i:DMEM/F -12 (GI 



BCD BRia Cat. No. 11320-033)2:1 : l(v/v)T1I'&L. 0. 
2%(v/v) HanksJR. 0.2jug/L Sodium Selenite(GIBCO B 
RLtt Cat. No. 13012-018), 0.002;i!(v/v) Ethanolamine. 
25iiiM HEPESte j:r/l%{v/v)Penicillin - Streptomycin. L 
iquid(GIBCO BRLtt Cat. No. 15140-122) S:»t TPS 



(64) )02-332266 (P2002-6J61II 



[04 1 9] Wister Imamichi 5 -y hM. eiSS&SrffsI 

ftaLfeHanks?R«tJTJlil«Jrl^*Lffftf^. UfCifflBrt 

7t. Sigf^iOllJKffli^tClOmg collagenase(ft3\SMiS, 0 
34-10533) S:-^tfHanks?KliiiS:». SOmLf-jL-yt^ 
37-C. 90rpm. 50iJ-S««f»*>{CigilLoo>f V^a 
'<.-hL«?:l^-l'^it$ii:S. 20inL HanksStSrSs&D 

afrS-^^t/c. lOOOrpm, 1^^, mS^X'm'tj'tlZb 

x^^hmmM^Emuc. mmcomn^irn^nk^x-i 
1 L/cSiffifflig5igtc« t . (antm-^x-immi^mi 

fc. m.Vmm\iZ\i. 2OO//H ,20/^M,2;uMai^0.2/xM 
ff) mmW.'kluV^n (S^iaiSUM.lOOnm.lOnMS, 
mm Leptin«4{S3 
luM lOOnM lOnM 



mmt^m^iLfz. i^m^t LTDMSOSrl;«L/well(g 

*Jigigo.i%(v/v))-fo^JaLfc. rv- hticOj^ y^f 
mim. rx^-uznLx. :^A*x'^y^T^-j9:x 

^'-7-t'iS^fL3rCSr«oit®?S?ffii&100/;(L/well-r 

fiMultiScreen(MILLIPOREtt MADV-N65)T1P?a[S:ll!lR 

t. Rat LeptinSU^df -y h-IBL(^fegE4W^ Cat.N 
0. 17195) $:fflV>TLeptinffi]gS:ELISAffilCTail$L-/c. L 

Leptin^^ffiitffitt (%) = (A/B) x 100 
B: JtBgSpiOLeptiniRK 

LeptinS4ffijif^ffl<0ai^*S:Tie«4fcS^t 
«%) . 

[0420] 

[«4] 
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V':r;^|rf||a)5lfflfla^3T3-Ll(ATCC ca-92.1)lr, TISO 

mx'm!^m.fz%,<n^mAz'm^tz, bp*,, jt-fs 

^tgtfitLT, Dulbecco's modified Eagle' s(DMEM)ig 
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A?.rLv-iJ>'-GS:SitliaS100,000 units/L, HEPES(PH7. 
2)S:ft»iRSl0iHM , 2S«X, l-^JUf ^yi:mmm&0.5 
84g/Li;^?. i 9#^^JPtfctgii$:iSSt7t. a^^^t' 
S8|tg«!l(C103;(v/v)c;)^^i!rfk^)feiMl?»(FBS) (PMtt L 

•C. 10% C02^frTTlT-:>fv:. 
[0421] ^ftt|l*LJt3T3-LlS:Biocoat Collagen I 
96-well white/clear plate (BECTON DIOdNSONttX^l 

muht:^ «$-49oojHs« im^i^mizm (v/v) m 
10 4 2 2 3 ^^mm^. ^^miz. i^tmssi 

S*?}ilJS5 ^yXVy (Sigmatt) SrS$l«JglO/xg/ 
mL. -f VT'^/Mf-yl/^-tyf-y (Aldrichtt)S:ft*5ig 

;^;W*7r^xHO.on(v/v)<7)#ittT, 2)l5S^3lft01 
mMx;"? f•;^;^;^*;t^>' FjfJgO.Ol %(v/v)co#T£T(M 

^^tgtfitc, nmwi:mi&&5 %. m. ^y 

xUySrft^iSSlOO ng/inLt^rSJ: d#^JPi/c*Ht 



10 4 2 3] «®^!fto:}i-^itfp$ij»!)«(i. mm.<nmm 

K(rvj^A'Att 1.85 Gbq/iiiii»l)S-iki»aK7.4Kbe<i/iD 

jgglOO ng/inLi:^&J:d:g-^j!]n;t3t^ffi?r50AtL/well 
»LmStgSt^, PBS(-)T'8fcJ!>m, %*IL. Scin 
tillation cocktail (Hewlett-Packard^ MICROSCINT-2 
0 PACKARD) S:100/xL/welljD;c., Packard TopCount micr 
opiate Scintillation counter(Hewlett-Packardtt PA 

am)\.zxmmm'&L. {2r^'Qmmrih?^Ri 
[0424] »:aj$ii)t (2-'«agfi!ffi ojiA^at. 

« c) wm. Tihmi \:xTmv^>,z x^xmfz, 

Cont=3 y h o-;K0.01 VJ:^i')l'X/Vii--:t^i^\')<r> 

(2-' « a mmx. 0 S^^ma) =100X (Value)/(Cont) 

[04251 
[|S5] 
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80 


68. 8 


A1 
Dl 


7A 0 


62 


82. S 




89. 5 


AjI 

04 


QA >> 
BO. 2 


AR 
DO 


AO A 
00. 4 


66 


70. 7 


67 


70. 2 


68 


A7 a 

0/. 9 


AO 
Do 


R7 n 

9/. U 


lU 


lU. £. 


/ 1 


09. 0 




7A 7 
/O. / 


7^4 
rO 


ftl 


7A 
#4 




7*i 

/O 


tttl \ 
OU. 1 


7A 

#0 


AA ^ 
94. O 


77 


HO 7 
0&. r 


/o 


AO 9 

00. 2 




ill G 
41. 9 


OU 


DJ. «} 


Q9 


R.Q n 
oO. U 


CM 


/ W. V 


OA 


9V. 9 


AA 


R7 1 
Or. 1 




51. 7 


o/ 


Dr. 1 


Dfi 


90. 4 


AO 


Afl 1 
90. 1 


Oft 


Dv> 9 


9 1 


OO. 0 


Vc. 


AA A 












Rft 1 


Qfi 


90. / 


OA 
90 


ftO 1 
09. i 


Ivl 


7fl 1 
ro. o 


102 


78. 8 


103 


72. 1 


104 


89.8 


105 


89.4 


106 


82.0 


107 


71.3 


108 


87.7 


109 


64.6 


110 


84.6 


111 


61.2 


112 


82.3 


113 


84.6 


114 


79.0 


116 


95.1 


117 


87.0 


118 


79.6 


119 


65.7 


120 


64.6 


121 


81.0 


122 


75.4 


123 


96.2 


124 


60.0 


136 


88.9 


139 


59.2 


140 


72.4 


141 


78. :r 


142 


74.4 


143 


60. 1 


144 


82.2 


145 


87.6 


146 


60.0 


147 


76.2 


148 


75.3 


149 


76.5 


150 


82.9 


151 


62.3 


152 


69.6 


153 


70.2 


154 


67.4 


178 


66.2 



10 4 2 6] *^H^coib-^(i. m-^&iziciixm\ 
I. 

iimme) sumTMm 



&;m) im\^xm&Lfcwm-7^x (B*^'urj:o 



[0427] wfisptji. mnzxhmi^<r)mm 

v\ m.^-^!^m^z\i. m{n)\.z'mit-^ 

[0428] 
[^6] 



Group plasma glucose on Day? % of inhibition (vs. control) 

Control 568±47 

HJteMlS 315±14 55 



Data is shown as Mean±SEH (n^). 

mzi5\^xm^j:mm^Timh>(yixfz. {mmi ) mmhismsk 
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ore. 95%iaK, 5%C02) -C-tgSSrffo/^. 
[ 0 4 2 9 ] HA LA:iNBjia{iiiHtf^iI-^»c«}J^ig«>«- 

^Mftl'SXO, liMffl^T-f '^ASml (/25ciii2-77X 

/sS:fflV^-C83,000cells/inL(7)m'g>S?S5:iiSL, %J*5: 
ia3 7-y*>'3-hV-^^'nrU-h (SUMILONtt) 
{C5,000cel Is/well (eO/zL/well) 

jSjs^t^ttUc, yvymk.\^x. mm:W£\^m 

[04 3 0] SB. tiJiffl^T-f^AS-^Ml^L. % 
^blS#ffl^r -r '>A^147juL/well-roJP;c;^v:. mz 

1 ) ^Sk-fb-t^iDfiftcui, i!S[«jb-&*S!i<oiooMM d>bo 

/well {^SSi^b^ft^^mK : lOOnM. DMSOfiJ^mS : 0. 
1% (v/v) ) , 2 ) DMS0Sr4i-^LiSSIffl><T 

S:o.i%(v/v) ) m&&msyrz^ 3.Mznttz. t 



•C'20fg*S?Uct<OSr3AiL/well (ft»atK0.1% (v/ 

v) ) , yyy^'^xMzmalt:, 
[043 1 ] semimuzm, ^^xj\^mmmm 

^T-^-^A^^SI^L., 10% (v/v) ;^;PAT;l'7*t 

vmm m^m) soMi^^^xMztaix. mm2 
ommiAx-msiti, m^mi:-^miL. o.2%(v/ 

v) TritonX (Signal) *^fK$-60;uL#welUC:}i-ftL5 

60% (v/v) 'f yroyNV-;l^*^Jg{20il Red 0 (S 
IgnBtt) 2:0.3% (w/v) {c^l> J: pfcfgllf LfcBllft^ 

M6o**L&#«eiifc:#au, mi&xio^mfmuz. m 

m^mi:i^mi^Uzm. m (v/v) ^yrnyv- 

/W^KJMeO/^L^r^a L.^*-r 5 C: t J: O > ^el 1 Sr2 
m-foftf^L^. -^iom, D^B0S•#weIl{^100^(L•fO 

mi. mi^x'5^!Simirz, -r/i-i-T-u-ho-y 

- (LabSystemsa) SrfflV^f. 550ninOtR3tJK (ABS55 
0) S-IISL. Oil Red OizX'Om^^tlfz&m^L 

tz, tmmcr>ms55om^mi:m%. y^y^^gfcoABsss 

(%) Sr»JiJUc. 

[04321 ifeaSrTiB^? iz^^f. 

[04331 

[IST] 





mm 

(H) 


#^ 


(%) . 


m^ 


00 


mm 


(X) 


1 


121.0 


2 


127.2 


3 


1255 


4 


128.4 


7 


120.5 


8 


1133 


9 


1162 


12 


1203 


13 


126.6 


14 


1212 


15 


1235 


16 


135,7 


17 


114.4 


IB 


1143 


22 


1272 


28 


1103 


29 


110.6 


30 


1383 


32 


1143 


33 


1263 


34 


1403 


35 


1213 


36 


1113 


37 


1142 


38 


136.7 


40 


1213 


41 


118.1 


43 


1175 


46 


124.1 


47 


1412 


48 


131.4 


SI 


1293 


52 


133i 


54 


1183 


56 


1133 


59 


1213 


60 


1105 


63 


1193 


65 


111.7 


66 


1133 


68 


1163 


69 


135.0 


70 


122.1 


72 


1233 


73 


1133 


80 


118.1 


82 


1145 


83 


1145 


84 


151.4 


85 


125.4 


90 


1312 


95 


115.4 


96 


123.3 


99 


1193 


102 


1133 


104 


1143 


106 


1123 


113 


110.7 


114 


1183 


115 


1472 


116 


1233 


117 


1223 


119 


134.7 


121 


1363 


123 


148.1 


125 


1323 


127 


1123 


131 


1313 


133 


140.7 


134 


120.4 


135 


1283 


136 


129.4 


137 


150.2 


136 


1263 


141 


1332 


142 


11^5 


145 


1403 


147 


1153 


148 


1183 


150 


1363 


151 


118.1 


152 


11^7 


153 


110.1 


154 


1233 


157 


115.7 


159 


1233 


160 


1282 


161 


113.4 


162 


1693 


164 


125.1 


166 


1153 


168 


1403 


169 


1143 


170 


1143 


172 


1195 


173 


1343 


175 


1133 


176 


1173 


179 


1285 


181 


1283 


182 


122.4 


183 


1175 


187 


112.7 


189 


1323 


246 


1193 


261 


1283 


262 


1673 


263 


1533 


264 


1113 


277 


123.1 


280 


1903 


281 


2003 



[ 0 4 3 4 ] aj: mht^XhlX o *^OJ:ffi 

x^mx'hh. 



tyD-MEM/F-12 (GiBoia) ^ms.im\^tz, mh. nm 
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00 iiiin<0iffliatg*ffl7'7X-?--y^i^-V-U{Cay7;PX 

mmmmx'omx) s-EDTA(xf-W'y>-'r5yH 

»K) ^:4>mc0.05%hUr>'ya[2:ffll^Ti'A'-b-J: 
OfJ^^'t, tgSM (D-HEMA-12) SrfflV^TlOOiNBlia / ni 

[0435] mmmmimfmmmefcryxi-'y 9 

rV-ycD^'^ s,MZl inL-f'OJtaL^^w (300« / 
xxM. DMS0c7)g:$|jf|«0.1%t^l.J:9 

[04363 #'>x;l/*<om{Ci* 5% C02#^tT3 



9)\')<~M(V'y h-irW10%4'tt*;l--?'j>'JSIrl.5 ml^ 
iOiSaBatt^T-gfe^titf^itfel., Blfe)B«f^BPCA-ll 

^^%^xi-~<nmi<nmy (mm^) ^©ajt^t. » 

[04 3 7] 3o:i-je^$i]$ (%) = (1-VB) x 100 

A: mmc^x tJmim(r>o^--wmm^ 

B: nWS^^XXz:,--^ 

[0438] 
[^8] 



mm 


mm 










mm 






(%) 


#^ 






(%) 




(%) 


2 


8.0 


3 


27.0 


4 


62.0 


5 


26.0 


6 


22.0 


7 


24.0 


9 


29.0 


11 


15.0 


14 


18.0 


15 


14.0 


16 


48.0 


17 


30j0 


20 


37.0 


29 


41.0 


30 


4Z0 


32 


39.0 


33 


60.0 


34 


41.0 


35 


15.0 


37 


52X3 


38 


99.9 


39 


48.0 


40 


35.0 


41 


55.0 


44 


35.0 


45 


32.0 


47 


18.0 


51 


15jO 


52 


17.0 


55 


8.0 


56 


6.0 


57 


5.0 


59 


94j0 


67 


31.0 


69 


84.0 


72 


39.0 


75 


65.0 


77 


1.0 


88 


8.0 


90 


47.0 


92 


15.0 


93 


44.0 


95 


1.0 


96 


17,0 


97 


3D 


98 


25.0 


99 


32.0 


100 


50,0 


101 


3L0 


102 


26.0 


104 


22.0 


114 


22.0 


118 


4ixy 


120 


44.0 


141 


47.0 


143 


25,0 


147 


IBjO 


150 


4K0 


152 


24.0 







[0439] imm<r>\t'^\t. ^ts:^'Q--l&m^ 
7n7X#«V^'07r-xi^*HiaRAW264.7 (ATCC TIB? 

I) {i;*vB*i^<t'3i«AL^^. moiiA.imm'mm 

ulbecco's modified Eagle's t^itt (DMEMtgtfi : GIBCDtt 
Cat. No. 11995-040) C^flftiUfiLjf (MOREGATEtt lot 
474030) ?r«*^iftlK10%(v/v). (GIBCO 
tt) S:S$lig^50units/mU XYVrV-^M^V (GIBC 
Ott) ?rS^illS20Atg/iiiLSrJD<CJtig*$:fflv^-C, COj-f 
(37'C, 95%SS. 5%C02 ) T-ffoTt, 
[044 0] RAW264.7« (83,000cells/inL) 965^ 
-7 A 9 uru- h {ceO/xL-fO^a Lfc ( 5.000cel Is/we 

II) , C02-^ y^:i.K—}'-X'A^mmm. LPS (Sigma 
a) 25ng/iiiL2:-^ODMEMit«fi?r#'5?x;Wfc40AtL-ro (L 

PSS$?igS lOngMh^rS) mmitz, Wmit-^MiU 

M CODMSO?^?g^:. DMEMtgtfi-C20(g#«?t:^;m, 2ML/weI 



1 mmit-^tDmim iu\\) x-mmizWitaLtc. z. 

(r)t^. MmtVX. ft^jflS lOng/mLcOLPSSrJSjDt 
7t«X{iLPS5rasSPL^:V^W{c:, DMS05:DMEMtgifi-C2 

i^-X-mm^mm. tg^±«$:(IlHXts mouse TNF-a 
ELISA kit Quantikine H (R8;D Systems^) 2:ffl^(^•C, 

-Mz^-oxm^uz. 

[044 1 ] wsiit-^m<^majim\ium\mT<7)^ 

m-oxw-inifz. 

B:LPSi!|g^DCO«SatC*J(t«.TNFa a 

C: LPSlOng/mL^JOO^.^tCfcJtS TNFa a 

mFam.m\m (%) =ioo-(a-b)/(c-b)xioo 

[0442] 
[«9] 
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vvWiVs 
















\TVJ 


■ '9 




Z 


24.5 


3 


1 ? n 

1 7.0 




10.9 


Q 

0 


ICQ 


9 


34X) 


12 


21<6 


11 
19 


la 4 


10 


ion 


IS 


18.8 


23 


24,4 


24 


41% 1 
OU. 1 


9Q 




32 


10£ 


34 


19.2 


40 


IO.U 


0 / 




39 


29.8 


40 


0*7 1 


^1 
41 




A9 


1 A ft 


43 


1 7.7 


44 


16X) 


AA 
W 




Al 
*rt 


1 R 7 

1 V.I 


52 


162 


53 


15.0 


BA 

54 


1 ft 0 

ID.O 


da 


I3.i3 


61 


22.6 


62 


20.0 


an 
0/ 


9<t Q 


QQ 




81 


32.0 


06 




on 


1 






94 


34.8 


1 11 


28.7 


1 14 


10 J) 


1 Id 


1 A A 
10.4 


123 




1 4D 




1 J4 


1 0.** 


1 'if* 


inn 


138 


17.8 


139 


42.7 


1 ill 
141 


IRQ 


1 AO 


1 Q 0 


150 


16.2 


157 


38.6 


165 


IS ^ 

10./ 


1 /O 


13./ 


182 


328 


184 


15.0 


188 


*IA 4 

24.2 


l09 


IQjO 


ion 


vv.O 


192 


97 8 


194 


t8j4 


195 


16.1 


196 


15,3 


197 


21.6 


199 


20J 


203 


27.1 


204 


327 


205 


34.9 


206 


27.6 


207 


27.1 


208 


2a3 


209 


26.9 


211 


27.6 


212 


312 


214 


20.1 


216 


30.6 


217 


28.7 


218 


20.3 


219 


21.7 


220 


16.3 


223 


26.2 


224 


22.4 


234 


325 


235 


40.2 


241 


28.0 


244 


265 


246 


34.6 


246 


16.0 


248 


19.1 


251 


29.0 


252 


19.3 


253 


29.0 


254 


44.3 


271 


252 


273 


19J 


276 


26.5 











[0443] mm'OmioiJ-^X'h&XoiZ. *^BJcO 

(mmio) fsfmrnim 

BEcOBalb/cV^X (il. 6-8)11$) Sr-OiOSfi: 

I. mmnt'pv:. ruvairmyK (conA) <r>^mm 

*?M (2.0 mg/mL) Sr, lOmL/k gcOfil^tlilt^l.:: 
i:tJ:0, #'7>!7;^(cffl^S:ISI6$-ti:/c ( Hepatolog 
y. 21. 190-198 (1995) ) . 

[04 44] 10 ^vLbt^hi-OliZ. 0. 

(Aif) . 

[0445] :ifibm^z. mmc^^mmmtn^h 

OtC, 0.5%CMC*-ifW^g*S:igPtii4LyiP (B 
P) . -«fil4S:ff*)^rV^P (CSP) ^gittit. 
[0446] (k)nAait**^>24B#ia^t;. V'>Xlg:*:®)8lg 



tz. ^<^M.WiZr>\'iX . Nagakawa*><?3^rffi (J.Pharmaco 
l.Exp.Ther., 264 , 496-500(1993)) Izm.nX , 

^vm^^umLVyyxT^-^-^ (ast) ffl. & 
iK/yP;? 5 yi!b?/t-h'yi!h 7>';^7$-f — fe' (ALT) 

•C. ConAaW{Cj:|,ASTeaWTe<0±#t*H-SJtp$l| 

«I*J$ (%) = {1- [ (A-C)/ (B-C) ] ) XIO 

0 

A : APiOASTflSfcJiALTfiO^i^ffi 
B : BPc7)ASTffl^yc<SALTiiWl^fi 
C : CSPOASHi*;t«iALTfflO¥J^<i 
ite^Sr^l OlC^rT. 

[0447] 

l«10] 



mm 


AST 


ALT 




AST 


ALT 




AST ALT 


wm 


AST ALT 




(%) 


Ot) 




(X) 


(%) 




Oi) 






1 


19.0 


40.1 


2 


4.1 


645 


6 


56.0 57.0 


10 


4B.0 55.8 


15 


54.0 


39.0 


16 


21.4 


44.4 


18 


24.1 38.8 


20 


77.0 672 


35 




12.4 


37 




20.7 


48 


61.0 59.0 


53 


1.7 22j0 


59 


205 


18.7 


88 


57.0 


425 


105 


275 22.4 


106 


105.8 113.6 


114 


505 


32.8 


114 


47.0 


40jO 


118 


45i) 555 


136 


12J0 13.1 


139 


48.4 


54.0 


142 


63X> 


54j0 


156 


82.6 855 


15B 


812 78.7 


161 


693 


82.8 


171 


102.8 


OOjO 


178 


645 505 







[ 0 4 4 8 ] ^ 1 owmmmwwmw (^i»# 
m 



SD7 7 h {m : B*sLC) ^^^.TkfBflss-isatjL, tmm 

(Mediuiii-199 : GIBCO BRL) ^TS^S. liftgilU. m 



(?72) )02-332266 (P2002-5 © 



*>, yH^Bi¥i 1 ) Mediunt-199 (3mL) , 2 ) jglK^bK* 
(ftf^jgJS : 5iiiM) S:-^tfMedium-199 OmL) , &t/f> 

3 ) tAfinit^ (mnum ■. loonM) . dmso 

: 0.1%v/v) , RX/. mt-itAim im^im : SmW) Sr 
•^tfMedium-199 (3mL) 'PTZmf^imttl. 



Control j§g!-fbK*7K«0;^i 
0.0 1.7 



[04491 
[«1 1] 



mmm^ 

53 139 92 
1.0 1.0 1.0 



i^mi 2) ABCAl mRNA^ 

^^xmr7^viyr'-'Jimm.mf}Li (atcc tib? 

1) \t-:kBi^mkX^mXLtz, im\i. Dulbecco's mo 
dified Eagle's tgtfi (DMEMtgtft : GIBCOtt Cat. No. 11 
995-040) tl'^flSilJfiirt (MDREGATEtt lot 474030) $r 

s*ijiisio%(v/v), '^r^i^yyc (GiBcca:) iwmm 

S50units/iiL, XhVrV^M^V (GIBCOa) iMk 

ilS20//g/niL$rjD;tTfflV^/^« RAW264. 7«Ot$ft{i;C0 
2-0^a'<.-^'- (37'C, 95%SS. 5%C02 ) ffi-^ 

[04 5 0] RAW264.7W ( IXlOScelis/mL) 67^r 
bJCM-fO^i-at (2X106cel Is/well) , COz^y 

Bulk first-strand reaction mix 
Primer Not I-d(T),8 (2^W^) 
DTT Solution 

RNA (bug) 



mWuk. DMEM^Jl!lf20*g^L7tf^. 4/*L/well 
•fk-^OSi^lfeS lOOnM) •C»tgfe!iDL;fe. 

n^tLx. ^m^wmmx-^^miLfz^k. 4 

/iL/welia^^IDU^C. COj-f y^^K—^-X-im^^m 
^k. t§S±?f$r^t=, RNeasy Mini Kit (Qiagen^t) Sr 
fflV^T, #JSrDh3-/WCt^oTtotal RNA$rffii!L 
^c. ^l^>^^-ttotal RNA(5O260niiiCO®^5rSJgLTi8S 
ii^Mz (A260=l=40Mg/inl) . 6//gOtotal RNAiSrRNas 
e-free waterT22.6//L t 65*C-ei03Mraf»f*, *± 
T'J^aiLTt, dilSrHatLT, First-strand cDNA Sy 
nthesis Kit(amersham pharmacia biotecliit)i&fflV>Tc 

t. 3rc-C'iB#sas5§*t. 

[04 5 1] 

13.4/xL 
2.0juL 
2.0^tL 
22.6xtL 



^lui-r-^mm. u-^Ltzmm^:(^>y-Ymm 

Chroma Spin-lOO+DEPC-HjO Columns-Cf'fiSornhn- 
;l^tCtJ!-oT^S8L, TaqMan PCRc7)|§S(Template)fc L 

■fo5OTt=iffeiRL, TaqMan PCRtfl^L)t. TaqMan PGR 
{J, ABCAlSl^y9-actin{COV^-Cff oit. TaqMan PCRt; 

(Sffl-r ^.Primert Lxmm§mm.nm5m.s^z 

7n^tlt:.AWr>it^)rtJ^^V^^Y (abcal forward (S 
3) s abcal reverse (AS3) , /9-actin forward (S 

Primer Forward (50pM//iL) 
Primer Reverse (50pM/^<L) 
TaqMan Probe 

TaqMan Universal PCR Master Mix 
Template 



40.0//L 

4) , /9-actin reverse (AS4) ) S*fSltL, amersham p 
harmacia biotechttJC-&Bfe&tX^MSrfi!cffiL/c. FAM-TA 
MRAliiraqMan Probefc LXmWi^<rmmmm. 
10t*S<XJt4fflOJrU:f5^'V3ff-H (abcal (pi) 
St/f/3-actin (p2) ) |-fflV\ Applied Biosystemsttt: 



^fiSt. Z«/«ISS^«cifflL/c. OT<0K^5jSSrMicroAmp 0 
ptical 96-well Reaction Plate (Applied Biosystems 
tt)tc:ABCAl, ^-actint t#Rl5fS(Ci^ LT2•^7x/^-f 
'O^T&Ltz, TaqMan Universal PCR Master MixWAppli 
ed BiosysteBsttJcOMAL^C. 
[0452] 

0.1/iL 

1.5)uL 
25.0/iL 
18.3/tL 
5.0X/L 



50.0juL/well 
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MicroAmp Optical Caps(Applied Biosystemsit)'Cv^^w 
SrL. ABI PRISM 7700 Sequence Detection System(App 
lied Biosysteinstt)S:fflV^t. TaqMan PCRSrOT^O^fl^ 

[04 53] 
50'C 2min 
9rc lOmin 

95'C 15sec ^ 

60r Imin -T40cycle 

Sequence Detectiony7 h'>xT{Applied Biosystems 



/S-actin mRNAftSr^^fCo OT^05t$rfflV^. 
^il^li-^ABCAl mRNAttJn^^^tiiLTto 
^:W^it'^m^T(OP&m mRNAl: 
B:aii<k^i|*fl?^ETcO/3-actin mRNAfi 
C:DMS0#^ET<^ABCA1 mRNAfi 
D:DMS[fl¥^ET^7)/3-actin mRNAfi 
ABCAl mRNAJiW (%) =(A/B)/(C/D) XlOO 

[04 54] 
[«12] 





« is 9 




i| 2D 9 

(%) 








(96) 


135 


183.0 


217 


187.0 


218 


190.0 


223 


204.0 


2Z4 


179.0 


273 


146.0 











[04 56] 

royyiv-^j'vgtt'fk^^gf^r (ppart) {zmhT 
[0457] LtziJ^-iX. if%^^(nmi-m. ( I ) ^ 



[02 ] mmirtzrvX^ HpSG5-hl>PARg<0fll«i&^ 



[03] «fflU>:r9;^5 

«^0. 

[ie?ii«7'j—f^xb] 



lEJiJ*^ 1 



PCR^'^'fV-Sl 
PCRr9^^-ASl 
PCRr7'f'7-S2 
PCR7'7'f-7-AS2 



SEQUENCE LISTING 



<;110>; Sankyo Coopany, Linited 

<;120>; PPAR-gamnB modulato 
<;130>; 2001038SL 
<;140>; 
<;141>; 

<;150>; JP2000-129565 
<;151>: 2000-04-28 
<;150>: JP2001-60366 
<;151>; 2001-03-06 
<;160>; 10 

<;170>: Patentin Ver. 2.0 
<;210>; 1 
<;211>; 41 
<;212>: DNA 

<;213>; Artificial Sequence 




(174) )02-332266 (P2002-C766 

<;220>; 

<;223>; Description of Artificial Sequence: PCR primer SI 
<;400>: 1 

cccagatctc caccatgggt gaaactctgg gagattctcc t 41 
<;210>: 2 
<;211>; 42 
<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; Description of Artificial Sequence: PCR primer ASl 
<:400>; 2 

cccagatctg gatccctagt acaagtcctt gtagatctcc tg 42 
<:210>; 3 
<;211>: 59 

<;212>; DNA 

<;213>; Artificial Sequence 
<;220>; 

<;223>; Description of Artificial Sequence: PCR primer S2 
<:400>: 3 

ctagagggga ccaggacaaa ggtcacgttc ggggaccagg acaaaagtca cgttcggga 59 
<;210>; 4 
<;211>; 59 
<:212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>: Description of Artificial Sequence: PCR primer AS2 
<;400>; 4 

tcgatcccga acgtgacctt tgtcctggtc cccgaacgtg acctttgtcc tggtcccct 59 
<;210>: 5 
<;211>: 19 
<;212>: DNA 

<;213>; Artificial Sequence 
<;220>; 

<;223>; Description of Artificial Sequence: PCR primer S3 

<;400>; 5 

agttcatcag cggcgtgaa 19 

<;210>; 6 
<;211>; 24 
<;212>: DNA 

<;213>; Artificial Sequence 

<;220>: 

<;223>; Description of Artificial Sequence: PCR primer AS3 
<;400>; 6 

ggaccacata attgcacata tccc 24 
<;210>; 7 
<:211>: 21 
<;212>: DNA 

<;213>; Artificial Sequence 





(?7 5))02-332266 (P2 0 0 2-<aj§ 



<:220>; 

<;223>; Description of Artificial Sequence: PCR primer S4 
<;400>; 7 



<;210>; 8 
<:211>; 21 
<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; Description of Artificial Sequence: PCR priioer AS4 
<;400>; 8 

ggatgtttgc tccaaccaac t 21 
<;210>: 9 

<;211>; 30 
<:212>; DNA 

<;213>; Artificial Sequence 
<;220>; 

<;223>; Description of Artificial Sequence: Probe PI 
<;400>; 9 

cctgtcatct actggctgtc caattttgtc 30 
<;210>; 10 
<:211>: 25 
<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; Description of Artificial Sequence: Probe P2 
<;400>; 10 

aaaactggaa cggtgaaggc gacag 25 



ggcgcttttg actcaggatt t 



[il2] 



Nhel 



Xbol 
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t 




100% (T^ 



Iinax(%) 



EXSO ICSQ 



0% 



Emax(%) 



Eiiax/2 ©|SSr^-r»^«)7'='=;^ h<0|!IS|«ft4r BC60, m-lmax/2 



)Int.C1.7 




F I 




f-73-K (##) 


A6 1K 31/4184 




A6 IK 


31/4184 


4C054 


31/421 






31/421 


4C055 


31/426 






31/426 


4C056 


31/427 






31/427 


4C062 


31/428 






31/428 


4C063 


31/433 






31/433 


4C086 


31/44 






31/44 


4C206 


31/4406 






31/4406 . 


4H006 


31/4409 






31/4409 




31/4418 






31/4418 




31/4439 






31/4439 




31/4453 






31/4453 




31/455 






31/455 




31/47 






31/47 




31/472 






31/472 




31/495 






31/495 




31/4965 






31/4%5 




31/50 






31/50 




31/505 






31/505 




31/5375 






31/5375 




A6 1P 1/16 




A61P 


1/16 




1/18 






1/18 
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3/04 


3/04 


3/06 


3/06 


3/10 


3/10 


5/14 


5/14 


7/06 


7/06 


9/10 


9/10 


10 1 




9/12 


9/12 


19/00 


19/00 


19/06 


19/06 


25/28 


25/28 


29/00 


29/00 


35/00 


35/00 


35/02 


35/02 


37/00 


37/00 


43/00 111 


43/00 


C0 7C 233/66 


C0 7C 233/66 


233/75 


233/75 


233/80 


233/80 


233/81 


233/81 


255/60 


255/60 


271/58 


271/58 


275/24 


275/24 


275/40 


275/40 


311/13 


311/13 


311/21 


311/21 


311/44 


311/44 


311/58 


311/58 


311/64 


311/64 


335/20 


335/20 


335/26 


335/26 


C0 7D 211/16 


C 0 7 D 211/16 


213/40 


213/40 


213/75 


213/75 


213/82 


213/82 


215/38 


215/38 


215/40 


215/40 


217/22 


217/22 


235/30 


235/30 


237/20 


237/20 


239/84 


239/84 


241/20 


241/20 




263/48 




277/54 


277/82 


277/82 


285/135 


285/14 


285/14 


295/12 


295/12 


295/18 


295/18 


311/22 


311/22 


333/36 
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333/36 
333/38 
333/68 
417/04 



333/38 
333/68 
417/04 

285/12 E 



{72mm ap5 



4C023 


GAOl 






4C031 


JA02 KA07 






4C033 


AD15 AD20 AE14 


AE20 




4C034 


AL03 






4C036 


AD04 AD22 AD27 


AD30 




4C054 


AA02 CC04 DDOl 

nnv&4 ^vVt i/i/v/i 


EEOl 


FF05 


4C055 


AAOl BA02 BA^S^ 


BB04 


CA02 




CA53 CB04 DA08 

vuv^ 1/nvu 




DB04 


4C056 


BBll 






4C062 


EE65 






4C063 


AAOl BB01 CC62 


CC92 


DD12 




DD62 EEOl 






4C086 


AAOl AA02 AA03 


BA08 


BB02 




BC17 BC21 BC28 


BC30 


BC41 




BC42 BC48 BC69 


BC82 


BC84 




BC85 GA04 GA08 


GAIO 


MAOl 




MA02 MA04 NA14 


ZA16 


ZA36 




ZA42 ZA55 ZA59 


ZA66 


ZA75 




7Aft1 7AQA 7AQ7 

£>nOl ifM^^D Lrcjx 




7R1 1 




im mil ZC06 


ZC33 


ZC35 




ZC37 






4C206 


AAOl AA02 AA03 


GA08 


MAOl 




MA02 MA04 NA14 


ZA16 


ZA36 




ZA42 ZA55 ZA59 


ZA66 


ZA75 




ZA81 ZA96 ZA97 


ZB02 


ZBll 




ZB26 ZB27 ZC06 


ZC31 


ZC33 




ZG5 






4H006 


AAOl AB20 AB24 


AB26 


AB28 




BJ50 BMIO BM30 


BM71 


BM72 




BP30 BT32 BU26 


BU46 


BV25 




BV74 RA36 RA52 


TNIO 


TN20 




TN60 







